17/03 2004 10:01 FAX +41 22 338 90 90 PCT PT 07 



0003 



PCT/JPOO/0442'7 
0 4.07.00 



a m # fr f 

PATENT OFFICE 
JAPANESE GOVERNMENT 



REC'O 18 AUG 2000 



WIPO 



PCT 



This is to certify that the annexed is a true copy of the following application as filed 
with this Office. 



ai m # B B 

Date of Application: 

as m # # 

Application Number: 

& m A 

Applicant (s): 



1999^ 7^ 6 0 



¥&1 1 Wff001 9 1 63 2^ 




PRIORITY 
DOCUMENT 

SUBMITTED OR TRANSMITTED IN 
COMPLIANCE WITH RULE 1 7. 1(a) OR (b) 



ir 
mm 




2000^ 8% 4B 



* it* * tr 

Cornimssiorter, 
Patent Office 




fflgES-^ WSE# 2000-3060423 



17/03 2004 10:02 FAX +41 22 338 90 90 



PCT PT 07 



HO04 



11-191632 



9907016 

[mmHMH 0070307/02 

[ftmxttKmi aoKMiftiffjrcfc 1 0 s s af—?^** 1 0 1 
isaeg as 

IttMXttJB&f] JMII»Tfr#«P^*H* 5-14-6-34 

[J3c&] »T BE* 
[JftH#] 

ramx*™?] n&jmjm^mmT'm* 2-10-32-401 

i&mx\mm} W*WJIMIHR**«»#4 - 1 9 - 2 3 

w */r| bis 

C^mx ttJBffi] tt^l JMRWi^Kft^ 4-4-10 

[^mxttjgm] ffjSs;irmiir«F**MK±/>Ba* 5-14-6-21 

IBM m# 

[fiJSff##] 000002990 



ffJ5E*$ 2000-3060422 



17/03 2004 10:02 FAX +41 22 338 90 90 



PCT PT 07 



©005 



11-191632 

IffiWm^) 100060782 
imm&l 100074217 

i&&xi*%m ran mm 
mwmm 100103311 

l¥lfo&m&m 019666 
Mtt&m 21,0005 

mm®**® nmi 

mmm 1 
mmm 1 



2 



ffif£4#2 000-3060423 



17/03 2004 10:02 FAX +41 22 338 90 90 



PCT PT 07 



0006 



11-191632 

i^m^m 7x^^^7 7^-hiiflc 

(tf *3 i ] -jk 




^itfcmm^ wfz/WL^ m&.Tjv*frm. -osogNR^l <&m 
-^rif-fr- 4 ->r ; 3 -mm-- r y^-s-s/-*- 5 ->r /i/gsx&s; 

-X-NR 4 R 5 ©I&ii)b [XXT?> XttCOXIiCH 2 Sii)U R 4 & 



ffl3E*$2 000-3060423 



17/03 2004 10:02 FAX +41 22 338 90 90 PCT PT 07 [g]007 

#^ 11-191632 

2 - -f ;i/|£3Z. 9 - tf* V ^ t' > - 2 - Jim 

^5*15 7 x— ;^77^~ 

[flM*3C3 ] RV^JK^XttAD$ e 2/J§C-?ffc**> , r»*£ 1 3ttt 2 IB 
[«*«4] A3^4-fiK:tB»l/TV^«#?|l~3<Z>V^"f*V^l=lB«<Z> 
Cft*^5] A^ea7x~;i/SXtt^:-X-NR 4 R 5 <?)|IS:^*)-rM* 

M S 4 -OS0 2 NR 1 R 2 , femTAsilS^ ^/T^ — hD 

7 ] SSI 7 x W S fBm^<&ig&ft«# 7 x -/1>S0 2 



ffiSE# 2000-306042 



17/03 2004 10:03 FAX +41 22 338 90 90 



PCT PT 07 



@008 



11-191632 
[1^12] H3^l~l i©v\T*uMcfE^0>5£ (I) ®7ilW 

[^^14] m&&i~i i wrtifricmmwiz (i) 071^ 
, -?-^rwK«3afiE, ^Hfftig^ *-g&ffim. SBM^I 

[o 001] 

[0 0 0 2] 

-rt: KnxtfT> FnxfQ>X^7x- K nVT.'rU— W7x- K 
x7>hn>^7x-^07>fn>f F3B©xn>7a&- H*. t:h#fi0zfa 

yiz&ifrfz. x*ha>tt, £#i*n?HK, 1 n-f 



ffiSE#2 000-306042 



17/03 2004 10:03 FAX +41 22 338 90 90 PCT PT 07 0009 

m ¥ 11-191632 

*h a**,- ttftm&. fvme. sy&2E^<z> 

[0 0 0 3] 

(EMATE) #$!2S$*lTV*S (^¥7-5 0 15 1 5#^#M) „ 
[0 0 0 4] 

[0 0 0 5] 

-b (COUMATE) #*3&S*lTV^ (J.Med.Chem. , Vol.37 , 219(1994)^ 
M) » $>^@<Z)7ji-/I/X J n/7T^-h^^ MAtf, 4- (2- 

^ 'JXb>f^7^;xf^ 7i3 X^77^-h (DU-14) *>Hgi3 
v> *iT<^3 (J.Med.Chen., Vol.39, 1349 (1996) &m> « 
[0 0 0 6] 

LfrL. r*l*>COUMATE«S>DU- 1 4f (D#7,rn>f Ktt©ft#«lS, 
[0 0 0 7] 

#H¥3 -4 7 1 6 2#&«3U)P7* U *4#fF05 1 9 2 7 8 5#<fc$l 



ffilEft 2000-306042 



17/03 2004 10:03 FAX +41 22 338 90 90 



PCT PT 07 



@010 



m *P 11-191632 



[0 0 0 8] 

*mm<z>gmz, mtifcxruj fx*7t#- j ifiawtfUB&^u u^&x 

[0 0 0 9] 
[0 0 10] 

*^»c«i:ti^ -is* (i) 

[0 0 11] 

Ut2] 



R 8 «i**K^ AD^>if, mcr**^ -osojNrV, 

Attf ft%i<tt:j|cttl©7x=.M6; f 7f ASj if US?**: 
-X-NR 4 R 5 (Di^i)L [33T% XttCOXUCHj^l, R 4 tt 

*f£St^ ; titter fr*cJtft ; iSife* b < tt*MM>7x=Ji/£ ; ©mr^* 




(I) 



5 



ffi^4#2 000-3060425 



17/03 2004 10:04 FAX +41 22 338 90 90 



PCT PT 07 



©Oil 



11-191632 

R S hAiitt-?-*ie ) ^*t-&bTV^S7x-;i/Si:-^lCJ&^T7A/^W>- 

[0 0 12] 
[0013] 

t^tt, nsfcr^/i/fij fcbTtt, x^;k n-yo 

*h*^, xh^*/, n^a^S/, 4v?ntf*i/+ n-^h#^, -fV^" 



ffi®E#2 0 0 0- 306042 



17/03 2004 10:04 FAX +41 22 338 90 90 



PCT PT 07 



©012 



11-191632 

[0 0 14] 

5 A &**jut$j+ py'uif^r^. y^£fc#if£z: r<g 

[0 0 15] 

r-oso 2 NR 1 R 2 j it. Nm*&±.m<D£?& mm.r^)^m\ x**; 

N, N-^^^^X^^T^^f^^-^ri/. N, N-^i^X^y^W 
[0 0 16] 

' M^ttf^^K 1-71^1^, 2-7i^Xf^ l-7x-^7° 

[0 0 17] 



B1E4# 2000-306042: 



17/03 2004 10:04 FAX +41 22 338 90 90 PCT PT 07 0013 

4#3J£ 11-191632 

wcr*****-** &mTfriisjKr*m. ^bni, 

S0 2 NR 1 R 2 s m&y fr* J <i frT ^ J -hnS, i/TS&s #;i/#3r*/ 
[0 0 18] 

[0 0 19] 

fc©£H#*wafi##tr&*u ^7oi^g«z:tie>^e>^iins i-3^© 
i-A/S^n^>|g^ te>Rr/i/*;i/3k te<R7^3*^ 

[0 0 2 0] 



i 



*BIE# 2000-306042 



17/03 2004 10:05 FAX +41 22 338 90 90 



PCT PT 07 



@014 



11-191632 

-hum. */Tsm&zm\f&zMfiT*%&. 

[0 0 2 1] 

4 ra-g-^ i/fio-o^ss^ 5-7 m^-e^ s^tsst^:* b < iz&i&^o^mm&m 

[0 0 2 2] 

m -f^#vy;K tr^yy;K y/K >fy^yy;w ^ 

yyy/K ^r^ryy/i/* h ^ v u /k t?ys?/w m^-ji 

, try^y-^/s tru #v-n>. tr*?^*, ri2tr-/w yy-;i^ 

ku^z, -<>#vy/w 'OX-f s#vy;K ^>x^i?- N /y^ *>y*y 

VV)W *JVJb. <fy*rJV^ PUt-As. y*?*?-^ 

r -e \* -frmm & 3 1 #-e^ & . 

[0 0 2 3] 

its. 

[0 0 24] 

&&(D& (i) #ftiNre&So 

[0 0 2 5] 

*&&t>irm&<x>*i (i) <zMfc^KJT-&£, 

9 ffli£4#2 0 0 0-3 0 6 0 4 2 



17/03 2004 10:05 FAX +41 22 338 90 90 PCT PT 07 0015 

4#¥ 11-191632 

\-/ 

[0 0 2 6] 

<D3Z (I) <Dit&®T*%>5 0 
[0 0 2 7] 

-NR 4 R 5 0SSifct#^ (I) M^^fe&So 
[0 0 2 8] 

o 2 nr¥, jstr^y^^r^ys, -hos, ^>7;i, 

[0029] 

(I) cDffc^-e&s. 

[0 0 3 0] 

(i) 

[0 0 S 1] 

rv &mm*% i~3 <g#^ 5 % u < & 6 M©#«*©^n 

[0 0 3 2] 

10 (fiffi#2000-306042 



17/03 2004 10:05 FAX +41 22 338 90 90 PCT PT 07 121016 

11-191632 

mt>-tM&<D& (i) ©-ffc-&*^»s. 

[0 0 3 3] 
[0 0 3 4] 

2' -~ h n tf7^^;v- 4 ->r;p N-^f^77^-K 

4' -ZLhOtf7x-/l/-4-W;i/ N, N-^m^77^"K 

4- [N— (4->r;7x-jV) -N- (1, 2, 4-f'J7^-4- 

2' -^D^tf^xn Jl/— 4 — f JH/ ^77^*-h. 
4' -^^71-^-4-^/1/ 7.^*77*— K 

3' , 4* ->L^l/>2;^-^S/tf7x— ll/-4--f/l/ ^^/77^-b, 
4' -XA'77 i E'f ^^^7x-^-4 - ^ ^ TW-K 
lf7i^-4 ,4' 4- (N, N-^fW77^-b) 

4' -^77^-K 



w 4' 


-T § J t7x^- 4 — (A/ ^77^-h. 




4' 


-T-fe^/PT^ 7fcT7x-;i/-4--f;v XJl/77^- 


K 


4' 


-S?;**/l>7^ /tf 7i-^-4->f^ XJl/77^- 


K 


4' 


-^77^^^^71-^-4-jtl^i, 




4' 


-^/I/^-jn^x— /1/-4 ->f/l/ 7^77^-b» 




2' 


-^7;tf7x-^/-4, 4' 57X^/77^ 




2' 






- K 







**Jl 2* -S/r;-4' -Xfl/77^Wi/-4-^7x^W 



fflMf 2000-306042 



17/03 2004 10:05 FAX +41 22 338 90 90 PCT PT 07 ©017 

11-191632 

3 n n -4' ha tr^m^;i/-4 x&7t*— K 

3 -?UDe7i-;i/-4, 4' -SM/P S?^>fl/7r^-h> 

3- ^od-2' -i/ys -4' — — hatf^ain^/- 4 ->f;i/ x;i/^r 

2 2' -rhntf7i-^/-4 ->f;i/ x^7?^- K 

2' -i/7; -2, 4* - */— v a kf^ ji^^/- 4 — >f ;i/ h 

2 -^hptr^ai— ;i/-4, 4* -sM7i/ ^^Ti/^r^-h, 

2, 4' — Vt/T J 4-4 ft ^77^-h, 

4- (2-tryi?^/) 7x.=~Jl ^77^-K 

4- (2-S/7;f 7i/^-4->f^) 7i-;i/ ^77^-F, 

4- (3-^^;i/^y^-9-y-^-5-^;i/) ^ x^77^-K 

4- EN— (4 -^^/77 : e-<^^^7i^l') 75/^f^] 7x-;i/ 
W7^-K 

4- [N- (4-^77^ JU) 75;] 'OV 

4- EN- (4 -7*nt7x^) jjfrA^JM 7^-/1/ ^77^-b 

4- EN- (4i-MJ^/M-n**Jb7a£~/I/) ijA/lt^Al 7x^ * 
Jl/77^-h, 

4- EN- (4-^hn7x-^/) ^/l/A^/l/] 7x^ x;i/77^- h 

4 - en- (4-j/7;^wx-;i/) mb/i^fr] 7x^ ^77 

19 miF4#2 0 0 0-3 0 6 0 4 2 : 



17/03 2004 10:06 FAX +41 22 338 90 90 



PCT PT 07 



121018 



11-191632 

4- [N-X^;t/-N- (4-^77^W^7x-Jl/) 75. / 
] 7i-jl/ X^77^- K 

4- [N- (4 -Vf J 7x^) -N- (4-^^77^M^^7xX 

*;w^^f^ 7x-^ 7;i/7 7^~h, 
4- [N, N-S? (4-7>;i/77 J E^f^^^7x-^) jfrJWt* >f /I/] 7 a: 

4- [N-y-t^;i/-N- (4 -i/7;7x-^/) r^y^^/i^] 7t^ 

W7^- K 

4 - [N-'<>y>f;i/-N- (4-^^/^r ; E-f/i/3r^^' , <>^) 7^3 

4- (X;i/77^;i'7^^f^) W7^~K 

4- [N' -y-fe^Jz-N- (4-^77^/l/t^5/7i-;i/) tK5S? 
./#7l/2}?r-/i/] 7x^il/ ;*7l/7r;*-K 

4- (N' , N' -^f^-N-7x^t K^J^fcfl'JK— -WO 7x--fl/ 
X^77^-K 

4- [N- (4-X/l'7r ; E>f/I/^ 5 ¥^7ai^) -N- (1, 2, 4-hU 
4 - [N- (2-'hn7x^) — N — (1, 2, 4 - bUT!/->0/-4 - 

>f7i/) HM/rt^-l fr] 7xi ti> *7i/7r;*-K 

4- IN- (4-iM37x-fl/) -N- (1, 2, 4 - b U 7 V^-^- 4 - 

-f;i/) 7^7*^7!/] 7 a:— 71/ X7i/*7y*-K 

4 - [N- (2-S/r^7ai-^/) — N— (1, 2, 4-h'J7^"4- 
>f/l/) 7^7*^71/] 7I-J1/ ^77^'K 

4 - [n- (4-1/7 y -7x-/i/) -N- (tf^ v /-;i/- 1 — 71/) 757* 

^7I/J 7 air. /l/ ^Tiz^r;*- K 

4 _ [n — (4-v7;7x-^) -N- (4 5 ? % S—fr- 1 --f AO 75 7 

*3\A0 7 a:— TV X7U7T^-h> 

4- [N- (4 -^77 7x-7l0 — N— (fh^y-^-l-^f^) 75 7 

1 3 ffig£# 2000-306042 



17/03 2004 10:06 FAX +41 22 338 90 90 



PCT PT 07 



@019 



11-19163 2 

2-#na-4- [N — (4-i/7;7i^) -N- (1, 2, 4-hUT 
4- [N- (4-^7;7x-^/) — N— (1, 2, 4 - h U 7 4 - 

2' tf -7 x -^/- 3 ->T>n/ ^^/77^-h, 

tT7x^;i/-3, 4' -y>f;i/ i?^7 7^-K 

2' -4 ' -~ hn tf7x-;i/- 3 ->f /p *;i/:77*- 

[0 0 3 5] 

mm. v>m^Mwmt(o^;mm. mm. t^ym. ut am. p-i> 

yxw^x pt/^n^i/jur^y. \zuv*?y. =e;i/jfcU y. ifU^> 

[0 0 3 6] 
[0 0 3 7] 

IftS] 




ffi!E#2 000-306042 



17/03 2004 10:06 FAX +41 22 338 90 90 PCT PT 07 



©020 



11-191632 

[0 0 3 8] 

[ft 4] 

R \ 

n— so 2 — ci (in) 

R l &tfR 2 «falB<D&i*&^1-£s 
[0 0 3 9] 

Vm. XSNUif^T^X 2, 6-i;-tert-^-4-^WJ 
2?>^©^®&^®<Z>#&TJC. -2 OT^M^ffi^&J©*!^^ #*b< 

[0 04 0] 

^(ii) ©ft-&®tc*rr35£ (iii) ©r^ K^^>i»nu pwmm 
frVTS Kx;i/^>®^nu K£4>fc< £fc 1 ^e/K « : *i/<tti. 1-201 

imsS (II) ©■ffc-&4frl i e/I'Sfcytt2~ i&l 0^;HD$6HftT?M^£<Z>#& 
[004 1] 

Mtl\s, mmx (i i) fi07i;-^s#flc*yDn^*-Mys/T 

[0 0 4 2] 

faiB5£ (i i) ©7x7-Mlt#i:^nn^-M ys/y*-Si:<D£ 

1 5 ffifl# 2000-306042 



2004 10:06 FAX +41 22 338 90 90 PCT PT 07 



0021 



11 — 191632 

M; ZuuKyMy^ ppnu^y-tfymv^utfy-it^Mfiiikfrmm; y-fe 

[0 0 4 3] 

^ (I i) (D^xy-^^tc^f-r-s^an^^siN^^^ ys/T^- h«>^ 
fflf^^■tt#^cMl®$tlS^J(^)-e«^v^^ -jRtcfck ^(ii) <Dfc-&®i=£ji 

H£ *J ? n n Tsfr-fc-JH V i/T*- h *'Pta < £ % l ^JKttl.o 
[0 0 4 4] 

&^&ni-$ z: £ *C 4: y sg^icfrfc o 3 £ s D 
[0 0 4 5] 

jim&L*i><z>mz&t>-?m&<D<k'&m*. matt* & 

JO 0 4 6] 




H 2 N-R 41 (V) 

1 R rttfiF*! 9.000-80(5(149.! 



17/03 2004 10:07 FAX +41 22 338 90 90 PCT PT 07 



@022 



11-191632 

[0 0 4 7] 

JiiBsS (IV) ©7^tKMt5!t (V) <9T5/ft^i:0>j5&rau - 
<&^iE#Mi o or^Hft^siref?? 

[0 0 4 8} 

^ (iv) ©r^t F-ft^tcMi-^^: (v) co /ffc^co^jM-^B: 
#K:i^2ns%<D-ettfcv>#. -flSJctt, & (IV) 0ttMi%*3fc'J* 

(V) CD7^yffr&4§J&4>fc< tbl^M #£U<&1. l~2 0m $e> 
*C$f*b<&2~l O^/imME^S 
[0 0 4 93 

o 

[0 0 5 0] 
[0 0 5 1] 

1 7 ffilE4# 2000-306042 



17/03 2004 10:07 FAX +41 22 338 90 90 



PCT PT 07 



11-191632 

[0 0 5 2] 

wmS, (ID <D<t&%l<DZ)*>. A^-X-NR 4 R 5 £^t)ti^0ft 

*e^&. ^/S^#^©P«lff^ia5g5tM7~l 1, 14, 20, 2 2, 2 

3. 2 5. 2 8, 2 9, 3 1, 3 4, 3 5, 3 8, 4 2 

[0 0 5 3] 



£fi$i#2 0 0 0-3 0 



17/03 2004 10:07 FAX +41 22 338 90 90 



PCT FT 07 



@024 



[ft 6] 



#5£ 11-191632 



£ Jfe a 1 




X — CI 



(VI) 



hn: 



^r 5 

"R 4 




(VII) 



(ID 



[0 0 5 4] 



1 9 



ffSIE#2 000-306042 



17/03 2004 10:07 FAX +41 22 338 90 90 PCT PT 



07 



52)025 



11-191632 



g Jfo a 2 



CH 2 — NH 2 



(VIII) 



CI— R 5 




H-CH 2 — NH—R 5 



(IX) 



(ID 



[0 0 5 5] 
[0 0 5 6] 



2 0 



ffiSE^ 2000-306042 



17/03 2004 10:08 FAX +41 22 338 90 90 



PCT PT 07 



(g]026 



11-191632 




cdtjitk. Fit-etmzmm&a i Doors F^>^^ny k^> twa* ( 

[0 0 5 7] 

[0 0 5 8] 
[0 0 5 9] 



2 1 



&f£#2 000-3060423 



17/03 2004 10:08 FAX +41 22 338 90 90 



PCT PT 07 



121027 



11-191632 

&£(5DMCF-7fc h%$>M®Z. 6?x/V^l/-h (9. 4cm 2 /9x^' 
) iCJfelXl O 5 fflM/?^)V&mL. 10mM HEPES, 5%^£/fl&#lfil 
^ 0. 0 1 l%e)\sV>mi-hV ?A£<fctfO. 3 7%M*ithy^S: 
^tt5^M'yn^-^f«! (DMEM) £Mv%T, fflJ&S: 8 0 

[0 0 6 0] 

*7]s—\s%;y—jl5tffi&feWL (Life Technologies Inc., Grand Island, N.Y., 
USAfre><Z>EBSS) T*Sfc*£U $Ufil$fDMEM (2ml) tfr<Z>4 p mo 1 (4. 4 
XI 0 5 d pm) CD [6, 7- 3 H] n-^hU>-3 -7Jl/7x- h (New Engl 
and Nuclear, Boston, Mass., USA j^&0D.fcfc?£tt4 9Ci/mmo 1) fctS^ffc; 

l/-htWU [4- 14 C] IXhn> (6X10 3 dpm) (New England 
Nuclear, Boston, Mass., USA j^S><Z>tf$Sft5 2. 5mC i/mmo 1) &Aft 
fe^JH^tC Jjgifi (1ml) £t^>oyfT*#b£. t»/l/X5/ (4 ml 

) hi:%»{C3 0^+^C^fc-5.bfe o 9 0%J;»J#^ [4- 14 C] xxhn> 

Vm<D-m (2ml) S/>^b-S/a>^^tC<fcoT 3 HfeJ:^ 1 

„ 3 HS&& (JB^MKI&iMrlfiflHnt &&tfJc$fo!jiibfc [ 14 C 

[0 0 6 1] 

4P,^g)§liSM## OTflljg (3X1 0" 9 M, %) 
HI&0&3 7 6 

H^M2 3 6 7 

5 8 7 

22 miE#2 0 0 0-3 0 6 0 4 2 



17/03 2004 10:08 FAX +41 22 338 90 90 



PCT PT 07 



0028 



11-191632 



(2) 7fn>fFX^77^-^#ffi (-f>t?/K) <DWfe: 
li5E©iSD^7^h (fll6 8-l94g) tC, 0. 5%3KU;fr^> 
X^l/> (2 0) Vfl\±*y=£J (Tween80) tCJiMLfcfiSM; 

10 1 BfSai£#Lfc 0 
[0 0 6 2] 

Btm&v-i-'gzJfcvmvT, # l y >m&ffiik&m&&& (pbs, ph7. 

4) T?^^l@«fe^U&^> -7 0TCJ^TT'##bfe D fflmfttf^-SttKI* 
fCAl^-ClTOU #bfc2 5 OmM$/3«g£-££?PB StplC|g$8£-&fc (5m 
l/g©MIS) . fc#T> tt-ZtMDmMfcZTJ 1 t r a-Tu r r a 
^">fif-lCj:oT^ffcS:^oJfe D 2OOOxgT?30 £ , IE9&'b£'lB (4X3) i* 

radfor d 0>;£2£ (Anal. Biochem. , 72, 248-254(1976)) tC JtoTSJ^L 

fee 

[0 0 6 3] 

0 0-5 0 0 /t g/mli5:rjieil2 0 /«M<Z) [6, 7- 
3 H] IXbn>-3-7^7x-h (New England Nuclear, Boston, Mass., U 
SA tfiP>0JXMi&4 9C i/mmo 1) S:PB St±ilml 3 7t)T?3 

0#|SH M^fc. >f>*rt^-h (1ml) _fcB (1) 

[0 0 6 4] 



^ 2 



gjrjjgj3B (0.5 ag/kg ,P.o„ %) 



mmmi 



9 1.2 



94. 9 



mmms 



9 5. 4 



9 3.8 



mi&w 1 6 
mrnmz 1 



9 7.0 



10 0 



9 7.2 



9 7.6 



2 3 
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11-191632 

mmm 25 99.5 100 

MMW 38 85.3 79.0 

[0 0 6 5] 

/ ^ttlc;£ffi;&teeDifiatf f S 2 i: * * £ £ • 
[0 0 6 6] 

^jiicDii^tc«o. 0 5-1 omM%ommx^vx^^t^m^vw 

[0 0 6 7] 

#|6gi<Bft^<z>£#£tt, ***** AW «HtfM©«t 
ICtt, lHatyo. 0 l-5mg/kg, ^JSlCfcO. 02~2mg/kg© 



mU&Z 000-306042 
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4#¥ 11-191632 

10 0 6 8] 
[0 0 6 9] 

SKI. 5mlCi§j!j?t,3fc^Lfei£'V *Mtb'J!7Al 2 0mg©N, N- 
^fMMT^Kl. 5mlJSiiIS&$:#n;^ 1 0#*#T^&#bfco *Z. 
✓V J&ft^/l/ 7 T^-f^/ 3 6 7 m g £#lJ;i, ^iSTT*3B§F|Sj&$$Lfc 0 S^-^ 

: 1) ^3t$3U 2' — — h U^y zt—JV- X 

KMR(CDC1 3 , 8):5.07(2H, br s) , 7.30 - 8.00(8H, m) B 
MS(iii/z):294(M + ), 215 e 
[0 0 7 0] 
£160! 2 

2* -r.hnifr73:n^-4-*-;H 0 8mgS:M^f 1^>9. 5 ml IC 
t§fl?U ^r-e> 2, 6-y-t e r t-^-4-^^Mf';S?>3 1 2 

, s\*c4J-> : Mfcc^/I,- 1 : 1) T-*I3SU 2' ^hn^7x^-4-^f 
[0 0 7 1] 



fflSE# 2000-306042: 
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©031 



11—191632 

' -i/yj tr^x— ;i/-4 ->f/i/ */i/:7 7*-K3 4mg£#£ < , 

■^H - NMB(CDClg> S):5.02(2H, br s), 7.34 - 7.91 (8H, m) 0 
MS(m/z):274(M + ), 195. 
[0 0 7 2] 

flSTLC (J@I8S&& *^*Vy : mm^*JU=2 : 1) T?!|tlgl,T. 2' -7 

^-NMKCCDC^, 8):4.95(2H, br s), 7.00 - 7.71 (8H, m) B 
MS(«/z):267(M + ), 188. 
[0 0 7 3] 

^fcffi£f£4&£TLC (®B8^ls ^1^>:»m^^=2 : 1) *C#3SLT 

^-NMRCCDClg, 6):4.96(2H, br s), 7.26 - 7.85(8H, m)„ 
MS(»/z):317(M + ), 238 B 
[0 0 7 4] 

mmme 

HJ&BUicfev^ 2* -- b n \fy^—ju- 4 -Jt-)i><Dft,t> U sc 2' 

^^tf7x^-4 -;*-;i/6 4 mg fcJB^TISI&lCi&f^U #£>*l 
*TLC ^t^^S^-Z : 1> T-HSSUT, 2' 

^-NMRCCXlg, 6):2.26(3H, s) , 4.97 (2H f br s) , 7.10 - 7.32(4H, n), 7.37( 

2 6 ffiH4# 2000-306042: 



17/03 2004 10:09 FAX +41 22 338 90 90 PCT PT 07 



121032 



#3* 11-191632 

4H, s). 

MS(a/z):2G3(M + ), 184. 
[0 0 7 5] 

;i.-2, 4' y^7r ;*- M 7 mg 

*H- NMR(CDCl<j, 5):7.14-7.68(8H, m). 
MS(n/z):344(M + ), 265, 186 D 
[0 0 7 6] 

*H- NMR(CDClg, 6):3.64(2H, s), 7.15- 7.63(8H, 
MS(ia/z):288(M + ), 209. 
[0 0 7 7] 

;i/^-atf7a:r. > a/-4-*->n/7 9mg€:«v^T^C##U #£>*ifcffi£j£ 
(jRBN&& ^*Vy - SlxfiI/=2 : 1) T-iff $S[ I, 3' -7 
^^-nt^^ai— ;i/-4 ^77^-N7 2mg&#fe, 

*H- NMR(CDClg, 6):4.94(2B, br s), 6.90 - 7.71 (8H, «), 
MS(«/z):267(M + ), 188. 
[007 8] 
HIM10 

hntf7:cri;i/-4-*WI/4 9mg£tf ^TM&C^LT, 3' -- hob? 



2 000-306042: 



17/03 2004 10:09 FAX +41 22 338 90 90 PCT PT 07 |g)033 

m^- 11-191632 

- NMR(CDClg, 5 ):7.33 - 7.78(5H, m) , 7.79 - 7.98(1H, m), 8.11 - 8.33(1H, 
m), 8.33-8.50(lH, m)„ 
MS(»/z):294(M + ), 215. 
[0 0 7 9] 

mmmi 1 

% - NMR(CDC1 3 , 6):5.07(2H, br s) , 7.34 - 8.06(8H, m) a 
HS(«/z):274(H + ), 195. 
[0 0 8 0] 

mmmi 2 

t£M«I^TLC (AHtM. ^DO*M:^*;^=19 : 1) Tit 
SSUT, 3* -%/T J JL^toyZyxL—fr-A XJl/77^ - K 1 5mgS 

^-NMRCCDgOD, 6):3.97(2H, s), 7.34 - 7.78(8H, n) 0 
w MS(m/z):288(M + ), 209. 

[0 0 8 1] 

u*\zy^~JV-4—*-Ki 2 5mg ■km^xffl&KWttt u #*>*ifc!g£jS 

mm&m, ^*Vy mm^9-/l-2 : 1) T*f$SLT, 4' 

1 H- NMR(CEClg, 6):7.33-7.71(8H, «). 
MS(«/z):329(» + +2), 327(M + ), 249, 247„ 
[0 0 8 2] 



fflg£# 2000-306042: 



17/03 2004 10:10 FAX +41 22 338 90 90 PCT PT 07 @034 

11-191632 

□ n^7x^;i/-4-t-;i/io2mg&M^tnilci#u #&tife»4^ 
n n tf^oi— ;b- 4 — f;i/ 

*H - NMR(CDC1 3 , S):4.99(2H, br s), 7.30 - 7.68(8H, m) 0 
NS(*/z):285(M + +2), 283 (H + ), 205, 203, 
[0 0 8 3] 

mmmi 5 

HiSMl JC^V^T. 2' -r(vDlf7x-;i/-4 -^--;i/©f^t> i ;ic4' 
b=3|rS/tf7^— ;i/-4-^--^l 0 Omg &Mv>TI^#tcil^L/. $5e>*i£ffl£ 
^TLC (JH^^, : mm^fr=2 ' 1) T'SfSSbT, 4' - 

^-NMRCCDClg, 5):3.86(3H, s) , 6.98 (2H, d, J=5.8Hz), 7.35 - 7.67 (6H, m) 

MS(m /z):279(M + ), 199 a 
[0 0 8 4] 

^66Mllc£v>T, 2' -r.Kntf7x— /I/-4 -#-/i/<z>fU3*JK:4* -— 
w hatf7xn;i/-4-^-;Pl 0 8mg^MVNTH^IlC^#tT, 4' --hn 

^-NMRCCDClg, 6):7.33-7.83(6H, m) , 8.30(2H, d, J=6.0Hz)„ 
MS(«/z):294(tf*), 215. 
[0 0 8 5] 

mm® 1 7 

4' Fn^^-4-tf7x— )ljjA/tf*r*/l'- h 2 2 8 m g ^MVAT^tC 
— h 2 7 m g £r#fc„ 



2 9 



fiiIE4# 2000-306042: 



17/03 2004 10:10 FAX +41 22 338 90 90 



PCT PT 07 



Si 035 



i 1-191632 

MS(m/z):307(M + ), 227. 
[0 0 8 6] 

mmm is 

^-MffiCDMSO-dg, 6):7.41(2H, d, J*5.5Hz), 7.86(2H, d, J=5.5Hz), 7.93(4 
H, s), 8.06(2H, br s) B 
MS(*/z):274(M + ), 195„ 
tO 0 8 7] 

mmm 1 9 

^IfeMllCfeVxT, 2' -~hUV7*-)l-4-*-fl/(Dftt>*)lZ4' -h 

U'7^n^-5 : -;nf7i^;i/-4-^-^5 omg%^vATra^lici«f^L/. #e> 

, 4' - M)7^D^^;i/tf7ai^^-4 ->f;i/ X^77^-h3 5mg& 

h -NMR(CDC1 3 , S):4.96(2H, br s) , 7.43(2H, d, J=6.0Hz), 7.62(2H, d, J= 
6.0Hz), 7.67(4H, s) a 
MS(m/z):317(M + ), 238. 
[0 0 8 8] 

nmmzo 

KD^^-4 -^7iim h^hVJll 3mg£m^TI^*aHc||#U #£> 
*l^S^#&TLC (ffffi^l, ^nn*^: 1 9 : 1) T?Jf| 

§SbT\ 4' -i/T S t^jm?*— XJl/77^-h8mg&# 

^-NMRCCDgOD, 6):3.93(2H, s), 7-24 - 7.82(8H, «) a 



JfJ§E# 2000-306042: 



17/03 2004 10:10 FAX +41 22 338 90 90 PCT PT 07 

11-191632 

MS(m/z):288(M + ), 209 o 
[0 0 8 9] 

;p-4, 4* -^-;i/5 Omg^MVNT^C^tT, fcf7x-^-4, 4 

*H- NMR(CDgOD, 8):7,42(4H, d, J=5.8Hz), 7.66(4H, d, J=5.8Hz) a 
MS(b/z):344(H + ), 26 5, 186. 
[0 0 9 0] 

mmw2 2 

mmmiicis^T. 2' -~hW73LZ.)V-4-*-jiG>ttt>ytz2-—h 

V\Z7*—fy-4. 4' -¥*-JV2 3mg&fBv%T|f5$liClilf£U #e>tl^ffi 
4^&TLC (MUSI^ ?Dn^l/A:^^;-;i/=10: 1) -e^iggLT 
, 2 -— hOfcT^i— ^-4, 4' -S?>f/l/ ^77^-h9mg&#fc, 
^-NMRCCDgOD, 5).*6.97-7 < 43(7H, *). 
HS(m/z):S89(M + ), 310, 231. 
[0 0 9 1] 

mnw2 3 

gmmuzls^x* 2' -r-hntr^x^^-4 -^~;i/<£>fU>»Jtc2' , 4 

W ' ' -^hDhr^i^;i/"4-^--;i/4 8mg&#^-tn&K:iKfl5U #£>*ifc 

3ff$SL/T. 2' , 4' -i/^hntT7x-Jl/-4-^^/ ^l/77^h4 2m 
g 

^-NMKCDClg, 8):7.32 - 7.55(4H, «), 7.66(1H, d, J=5.3Hz), 8.49(1H, dd, 
J=1.5 f 5.3H2), 8.74(1H, d, J=1.5Hz). 
MS(n/s):339(M + ), 260. 
[0 0 9 2] 



ffi§E# 2000-30604 2 
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11-191632 

5p|iSL/T. 2, 2' -^^hntf7 3i^;b-4, 4' -5?>f;i> ^I/7T^^ 
h 1 2mg^ 0 

^-NMRCCDgOD, 8):7.48(2H, d, J=5.7Hz), 7.73(2H, dd, J=1.7, 5.7Hz), 8.1 
9(2H, d, J=1.5Hz) 0 
MS(b/z):355(M + - SOgNH), 276. 
[0 0 9 3] 

mmwz 5 

Ka^S/-4 -^hn-2-tf7^^*^/sK— h U;i/4 lmgSffl^ti^ 
4 Omg%#&, 

^-NBKKCDClg, 6):7.40 - 7.73(4H, a), 7.74(1H, d, J=5.8Hz), 8.51 (lfl, dd, 

5.5Hz), 8.65(1H, d, J=1.5Hz) a 
MS(a/z):319(K + ), 240 o 
[0 0 9 4] 
MMM 2 6 

^J£0|2tcfc^TH 2' - - -;r-;l/0)fSfc>^J^c4 , -t 

Fn^*/-2-nhn-4-tf7x->n/*^5K-hy/l/l 3 2mgS:ffiV\Tii 

1 0 : 1) T?*il3bT. 4' -5/T/-2' ntf^ai-^- 4 ->f /b * 

/I/ 7 M 1 6mg 

^-NMKCCDClg, 8):7.33-7.70(4H, ■) , 7.60(1H, d, J=5.3Hz), 7.92(1H, dd, 
J=l, 5.3Hz), 8.19(1H, d, J*lHz)„ 
MS(«/2):319(M + ), 240. 
[0 0 9 5] 

3S66M2 7 



ffiSE4#2 000-306042 
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11-191632 

4 mg 

^-NHRCCDgOD, 6):7.39 - 7.78(4H, ■), 7.76(1H, d, J=5.5Hz), 8.06(1H, dd, 
J=1.7, 5.5Hz), 8.28(1H, d, J=1.7Hz)„ 
MS(m/z):299(H + ), 220. 
[0 0 9 6) 
$mW2 8 

HiSMl ££VaT\ 2' --hntf^ji— ^/-4-^--n/<Df^*)»JtC4 - [N 

) t«lt, 4- [N-X^^T^^^-N- (4-^77^^^ 

^-NMR (DMS0-d 6 , S):4-77(2H, s), 7.0-8.1(l4H, m) 0 
SIMS(m/z):453(MH' l *) 0 
[0 0 9 7] 

mmmzQ 

-tFD^M>^) — N— (4-t: Ka3f$/7x';i/) ^^>^>7$ 

a***:**^-*-^ : 1) T^ISLT, 4- [N-^^X^-/l/-N 
- (4-X^77 ; e-fM^M>^) T^^] 7*.— A ^77^-M 

^-NHKCDMSO-dg, 8):3.09(3H, s) , 4.89(2H, s), 7.1-8.1(12H, 
SIMS(m/z):452(liH + ). 
[0 0 9 8) 

mnmso 

gmMllZi5^X> 2' -^hClf7x^-4 -*-^®«t) 'J KIN- (4 



H4liF«*2 000-306042 



17/03 2004 10:11 FAX +41 22 338 90 90 PCT PT 07 @]039 

#5jZ 11-191632 

-t Kn^ri/^O'S?^/) -N- (4 -t Kn^rS/^i^;!/) rthr^K60m 

: ^^/-^= 9:1) TMfHl,T, 4 - [N-T*fe?-;i/-N- (4 -Xfr?T 

%- NMR(CDC1 3 , 6):1.90(3H, br s) , 4.86(2H, s) , 6.9-7.4(8H, m), 
HR- SIMS(m/z):416.0582(KH + ) o 
[0 0 9 9] 

mmms 1 

^Mitc^v\T, 2' -r. hotfyi^;i/-4 -^--;i/©f^t> VK4- [N 

^/A: T-feh> = 4 : 1) "^3ff$S|bT, 4- [N — y-fe-^/l/— N — (4~^;i/7 

^-NlffiCCDClg, S):1.89(3H, br s) , 4.85(2H, s) , 6.9-7.4(8H, m) B 
MS(n/z):378(M + ), 341, 151, 109, 107„ 
[0 10 0] 

mMffllK&^X, 2' -^SQ^ain J n/-4-^--;i/©ftt>UJC4-fcF 
P3r$/-N- (4-KKn^'>7x^) 'OXTS K2 0 0mg^ffl^Tiil 

w iciftfPU #e>^feJlfi^^5:^nnjJ>^i:y«g^fl:UTs 4- [N- (4- 
2 m g 

^-NMRCDMSO-dg, 5):7.26(2H, d, J=9Hz), 7.42(2H, d, J=9Hz), 7.83(2H, d 
, J=9Hz), 7.96(2H, d, J=9Hz), 8.10(4H, br s), 10.35(1H, br s)„ 
HR - SIMS («/z) : 388. 0270 (MH + ) . 
[0 10 1] 

;i/-4 -H Kn^i/-N- (4 - tKn^y7i'^) ^>XT^K23 1mg 



ffi|£$$ 2 00 0-3 0 6 04 21 
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11-19 16 3 2 

**J-Jl=9 : 1) T°^l/T> 4- [N-x^;i/-N- (4-^77^ 

;i/^-dr2/^ai— ^l/A^e^P] 7x-fl/ ^77^- h 2 4 2 mg 

„ ^-NMRCCDClg, 8 ):i.23(3H, t, J=7Hz) , 3.94(2H, t, J=7Hz), 6.9-7.4(8H 

, 

MS(*/z):415(M + ), 336, 119„ 
[0 10 2] 
HJSM3 4 

mmmnz^x. 2' - cd ft£> Viz 4 -t: K 

*#y-/I/=5 : 1) -e^ligbT. 4- [N-^-;i/-N- (4-^7 7^ 
Jl*3r*/y&—Jls) #;i//t*E-f /!/] 7i-;i/ ^77^-h200mg$:ifc 

NMR(CDClg, 6):3.48(3H, s), 6.9-7.4(8H, m)„ 
ESI-MS(m/z):402(HH + ) o 
tO 1 0 3] 

^mms 5 

mmmnzis^x. 2* -~sn^:7x~/i/-4-*~/i/©ftfcyfc4-i:F 

w 0=lr^-N- Kn^rS/7x^) ^>X75 K2 0 Omg Wtii 

5 : 1) -e*|$gl,T> 4- [N— (3-^77 : E^A't*i/7x-;i/) *;i//t 
^^fil/] 7x-^ ^77^"M8 5mg^#fe. 
^-WflKDHSO-dg, 8):6.9-8,2(12H, 10.44(1H, br s). 
ESI-HS(*/z):388(MH + ). 
[0104] 
gS8tffl3 6 

mmmiKis^T. 2' --hui?y*~fr-4 -#-;i/<z>ffcbyfc4 -fc F 

n^>>-N- (3-tFn^fi/7x-^) -N-^fM>X75 F2 2 2mg 



tfJSE4$2 000-3060 4. 2 J 
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11-191632 

J -}]/= 9 : 1) Tf$f£&bTs 4- [N~*^;i/-N- (3-^77^ 

^-NMRCCDClg, 5):3.51(3H, s), 6.7-8.5(8H, ■) „ 
ESI-MS(n/2):402(MH + ) . 
[0 10 5] 

_ t Kn ^ - N - v i/ti R^S?K 8 3 mg £/Evv &ffc 
*^l/X0f5i>lJfcN, N-i?*^JifcJ\s2*7$. FZH^xm&lcMft^ 
tlfc«*««&i»x^J:yttftftb*t. 4- (N' -rW-N-7x- 

^H-M!B(CDgOD, 6):1.90(3H, s), 7.1-7.7(9H, a) . 
MS(m/z):270, 200, 150, 121 W 
[0 10 6] 
AIMS 8 

*JM2K:©v*T, 2' -n hnif7x=ifl/- 4 *JC4- [N 
- (4-tKn^S/'<>^) — N — (1, 2, 4-MJ7^-4-W 
7^/] ^>!/-K';^5 6 8mgS;Mvs mffc:* ^ l/>(Z>fU> »J KIN, N-S? 
*^/l/5M/A7S K3 0ml wr:®#lc&#U ^k*t7MS&J»& 2/ U * 
^M7Ai^n7h^7.f - (&ffl$§3& *nn*M: 10 : 

1) T*58f52LT\ 4- [N- (4-->T/73ir:^) — N— (1, 2, 4 - MJ 
y */-;!,- 4 y * 7 :7x— /I/ ^77^-b512mgS# 

^-NMRCDMSO-dg, 5):5.08(2H, s), 6.74(2 H, d, J=9.2Hz), 7.23(2H, d, > 
8-8HZ), 7.39(2H, d, J=8.8H2), 7.74(2H, d, J=9.0Hz), 7.96(2H, br s) , 8.80 
(2H, S) . 

HS (m/z) : 291 (M* - S0 2 NI) , 185. 

3 6 ffifE4#2 0 0 0-3 0 6 0 4 2 
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11-191632 

[0 10 7] 
JfejfetifS 9 

^y<sM2 JC£V>T. 2' -- hU^Vx.-)]/~4 ~ Jt - }l(DfotD *) IZN - (4 
-isT J 7x^) -4 -t: Ka^ri/-N- (1, 2, 4 - h 'J 7 )/—Jl - 4 — 

>r;i/) ^c>xy^K2. 8i«, mt*^\yy<ottt>v jcn, n-$;**^3M/ 

ATS K2 8ml £ffiv*TR*&!lC*£f|5U #&*lfc«£#4&fc5/y Xffr-fr^U 

?07b^77^f- (#'ffl$& *nnaM^ : j**y-/t^i o : l) x*mm 

bT, 4- [N- (4-S/T;7x^) — N — (1, 2, 
4->f/I/) Xfls/t^JJU] ^77^-M. 0 7g&^„ 

^-NMRCDMSO-dg, S):7.29(2H, d, J=8.8Hz) , 7.58(2H, d, J=8.8Hz), 7.62(2 
H, d, J=8.6Hz), 7.90(2H, d, J=8.8Hz), 8.13(2H, br s) , 9.11(2fl, s) . 
MS(b/z):384(M + ), 185. 
[0 10 8] 

mmm4 0 

T-VZ/1 1- 5/tl, X^i;^0. 2ml. iithy7A2 7nig, i 
&8 4 # 1 fcitfctfcO. 2 5ml©S^i:. 4 -2ft;i/ * fl/*7x.~)l> ^^77 
^-b3 2mgSM, i&&*g*?Ufc 0 U #*Mfc* **** MJ * 

A2 0mg£tJ>o<*;fci&;t£ o RJS«^«fe«ei 0^Wa#pl/*:«. 

UlffcTic (ANNS*, ?nn*M : **y-;i/=9 : 1) T*mu 4- 

(N-7x^T?;>lf^) X;i/77^~ h 2 7mg&#t 

^-WDKCDClg, 8):4.32(2H, s), 5.0(2H, br), 6.5-7.5(10H, m) . 
HS(m/z):278(H + ), 199. 
[0 10 9] 

mmm4 1 

H*S0*J4 OfcfcWt* T-y^t>y»C4-7^/^>^h , ;M 5mg 
&«v*TH*K:iiWl5U 4- [N- (4-^7;7i-^ 7^ ^ ^^^] 7ai 



ffilE^ 2000-3060423 
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h -NME(CDCI 3 , 5):4.37(2fl, s), 6.1(1H, br), 6.58(2H, d, J=8.8Hz) , 7.2 
-7.5(6H, m) a 
MS(m/z):303(M + ), 224 D 
[0 110] 

mm®* 2 

MM®* OlZ^V^T. T— V y<Dttt>*)K2-T $ J sOV— h'JM 5mg 

zm^rmmzmttv, 4- cn- (2-*/tv:?x-;i/) s 71 

^-NMRCCDClg, 8):4.44(2H, d, J=5.7Hz), 5.0(3H, br), 6.60(lfi, br d, J= 
7.7Hz), 6.74(1H, dd, J=1.0, 7.7Hz), 7.0-8.0(6H, m) „ 
MS(*/z):303(M + ), 224„ 
[0 111] 
^1608 4 3 

OtCfc^T, T~U >©fti)»;C4-T5;7x;-A'2 7. 5 mg 
£/BV\Tfi[«MClif|sU 4- CN- (4-tFn^i/7i-^) T^J^^-JVl 

^H- NMR(CDClg, 6):4.24(2H, s), 6.4-7.5(8H, ■) . 
MS(»/z):234(M + ), 215. 
[0 112] 

mm® 4 4 

% - NMR(CDCl 3 , 8):4.43(2H, s), 6.56(2H, d, J=9.2Hz), 7.31(4H, s), 8.05( 
2H, d, J=9.2Hz) 0 
MS(m/z):323(M + ), 244„ 
[0 113] 

mmwi 5 

&1&ffi2Ki$^T. 2* h n If 7 4 -*-->l/^t) y IC 4 - [N 
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w 

- (4 -fc K0 >:?;!/) — N— (4-^Ki/7x^) T^/] ^> v ^ 
-b^66mg^V\ £<ffc**-U>©fU>yiCN. N-^ffl/*M75 

F2. 9mi km^xmrnzmfthx. 4- cn- (4-W7x-^) -n 

*H- NMRCCDClg, 8):3.82(3H, s), 4.8-5.1(4H, ■), 6.5-7.5(12H, m) . 
MSWz):409(M + ), 330. 
[0 114] 
SMf4 6 

HJS#!J2{cfeVNT. 2' --hntf7x-;i/-4 -a--;i/<z>ft*>»;K:4- [N 

V^^JC^bX, 4- [N- (4-^7;7x^) -N-7x^75; 
i-^J\A 7zL—Jl ^77^-b5 1mg&#fc. 
^-NlDKCDClg, 8):4.8-5.1(4H, ■), 6.5-7.5(13H, m) . 
MS(m/z):379(M + ), 300„ 
[0 115] 

mm* 7 

^i&0!2lCfcV\T, 2' -- h n fcf7ai-^-4 JWDftt>*)K-N - (4 

w -fcKn3^'<>SM/) -4, 4* ->r^ytfX^>^-by^3 3mg5:MV> 

^{C^|#bT. 4- [N, N-lfX (4-J/7;7x^) 75^fJl/] 7 

^-NURCCDClg, $):4.9-5.2(4H, ■), 7.14(4H, d, J-9Hz), 7.28(4H, s), 7.5 
4(4H, d, J'8.8Hz) „ 
MS(m/z):404(M + ), 325„ 
[0 116] 

mmmzK&^Xs 2' -~ hntr^-^-^-tf'-^cDftfcy^- cn 

i 

! 

39 £fii£4$ 2000-306042 
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- (4-tKD^M>^) — N — (4 -try $?/!/) T^y] <<y x J=- h V)V 
1 lmg«:fflV^TR^JC#f^U #£*\,JMS£^£ T L C (J®^&^ ?Ofl 
>j>;vA: ;*#y-;i/=9 : i) xmmhx, 4- CN- (4->>T^^x-;i/) 

- n— (4-t?y^;i/) r ^ y 71^ ^i/77^-h5mg^ffe 

^-NMRCCDClg, 8):5.06(2H, s), 6.83(2H, dd, J-1.5, 5.1Hz), 7.28(4H, s), 
7.32(2H, d, J=8.1Hz), 7.66 (2H, d, J=8.8Hz), 8.26(2H, dd, J=1.3, 5.1Hz) 

a 

MS (m/z) J 301 (H + - SOgNH) , 195„ 
[0 117] 

$mm* 9 

mtfcffi2lZl3^X. 2' -—bU^y^~)V~4 -*-JWDftt>*)K4 - (N 

I^STLC *nn*7UA : ^^y-7l/=9 : 1) T'#$SLT 

, 4- (N-7x-^-N-^77^>f ^75 ; 7x-;i/ T 

>t. — h 2 1 mg^L 

^-NHRCCDClg^OD, 5):4.79(2H, s) , 7.2-7.4(9H, m) - 
MS(n/z):357(M + ), 278. 
[0 118] 

H*fe#f2K:fcv^* 2' -=.bntT7 3i-;i/-4 -^--;i/cz)^yic4 - CN 

- (4-t: Fn*^^^^;i/) T^y] 'O^hV^/B Bmgfefflv^THfllK: 

: 1) -emmisXs 4- [N- (4-S/7V7x— *) 
U^]7i-JI/ X^77^M8mg&#L 

^-NMRCCDClg, 8):2.86<4H, s ), 4.37 (2H, s), 6.58(2H, d, J=8.8Hz), 7.2 
-7.5(6H, ■) , 

MS (m/z) : 303 (M + - SOgNH) , 224, 
[0 119] 
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mmm 5 1 

mmmnz^x. 2' -n hu\^y 4 -;fr-;KZ>ft;b*ncN- (4 
-j/r;7i-;i/) ~n- (4-tKn^^>j?;i/) -nf^y^Fumg 
fcMv^WSIfcifcflsu #e»^fi4««fcTLC (MMM. ^cn*M: 

T*b>=9 : 1) -e^SSbT. 4- [N- (4-i/7;7^) -N--3 

% - NMR (DMSO - dg , S):5.19(2H, s) , 7.1-7.5(7H, m), 7.6-7.8(3H, n), 7.9 
3(2H, br s), 8.4-8.6(2H, «0 „ 
MS («/z) : 329 (M + - SOgNH) , 223„ 
[0 12 0] 
HJ6W5 2 

Hj6£M2£fcV^T, 2' -nhDtT7x- > 0/-4 -^"-.n/CD^fcyiCN- (4 
-i/T;7x-;i/) -N- (4 Fa^'O^b) ^>X7^ K7 8mg £ 

th>=19 : 1) T*3ftS¥UTs 4- [N-K>^/>f^/-N- (4-J/7;7x 

^-SMBCDMSO-dg, 8):4.93(2H, s), 7.1 - 7.9(13H, n), 8.0-8.2(2H, m) . 
MS(»/z) :328 (M + r S0 2 NH) , 223 B 
[0 12 1] 

y-N- (4-i/7;7i~;i/) -n- (4 -t Fn* S/'O^/i/) /<>X75 
F8 9m**J|tiTMlte:*f»U i^fel^&TLC (MMM. *n 
DJl>7l/A : T"fe h>-l 9 : 1) *e*f|gLT, 4- [N- (4"*/77^>^ 

-N- (4-i/7;7i^) r^/*^] 7:c~/i/ wr^-M 

1 H-NMR(DMS0-d g , 8):4.94(2H, s), 7.1-7.8(10H, »), 8.07 (2H, d, J=8.6Hz 
), 8.22(2H, d, J=8.4H2) , 
MS(m/z):S53(M + ), 236„ 



.V V V v v_. 

11-191632 



[0 12 2] 

mtfcfflilcjs^T. 2' -— F n i^y zsi—ji- 4 -yt—JMDtt£> i ) £4 -t: F 

H^rSz-N. N-i/*7x-M>X75 F7 3 mg SrM^Tl^t^l&^U 
*lfc84*ftS:TLC * D n*;U2* : * * J 1 9 : 1) 

*H- NMR(DMSO- dg, 6 ):7.0- 7.6(14H, 8.04(2H, br s) 0 
MS(m/z):368(M + ), 289 D 
[0 12 3] 

#y-;i/=io : 1) T?#iSbT, 4-(N~/0^;i/*;wt ; E>f J n/) 7i^V 

7s)VVt*- F 2 0 4mgS#fc, 

*H- NMR(CDCl 3 , 6):4.61(2H, d, J=5.7Hz), 7.0-7.5(10H, m), 7.81 (2H, d, J 
=8.6Hz) „ 

MS(n/z):306(M + ), 227. 
[0124] 

mmms e 

p^ri/-N-7x-M>^r$ K5 4mg$:fflV>T|nf^JCil^U #e>4l£ffl 
^ftiTLC <g§§!§$* ^□nW:^^;-/l'=10: 1) T^SSUX 
, 4 - 7x-^ X;i/77^-b4 0mgWc 

a 

^-^(DMSO-dg, 5)7.0-7.5(5H, *) , 7.76(2H, d, J=7.9Hz), 7.9-8.2(4H, 
■), 10.26UH, br s) „ 
MS(m/z):292(M + ), 213„ 



4 2 
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[0 12 5) 

mnw5 7 

mteM2K&^T. 2' --hnt^7x^;i/-4 -#-;WDftfc>*j IC4 ~i/T 
J — N— -N-^fM>X7^ F4 5mg £/S^ 

jjf|gtT4- [n- u-isrssov^fr) -N-^w$;^f;i/] 7i 

7^77^- h 5mg £#fc a 
*H - NMR(CDC1 3 , 8):2.733.20(3H, n), 4.34.8 (2H, br) , 5.30(2H, s), 7.07.4 
(4H, ■), 7.53(2H, d, J=8.4Hz), 7.71 (2H, d, J =8.3Hz) „ 
MS(m/z):345(M + ), 266„ 
[0 12 6] 
H£lfeM5 8 

^J6M4 oicfev^T. r~y >©ftfc>y£4-T^- i, 2, 

Qfl^M : J -)l=4 : 1) T?!jfg3bT4- [N— (1, 2, 4-hVT 

^-NMKCCDgOD, 6):4.10(2H, s), 6.71 (2H, d, J«8.6Hz), 7.06(2H, d, J=8.6H 
z), 8 .27(2H, s) . 
[0 12 7] 

HJS^UlCfcV^T, 2' --hn¥7iL-)]/-4 -*---/I/©ft*>»JtC3 -v7 
y-N- (4-fcFn*5/'<3/5M0 ~ N— (1, 2, 4-hU7y-;i/-4- 

*M7^F0. 5ml ^fflV^T^JCSf^U #e»tlfe^^*TLC 
tin*/W*:*#y-/l/=7 : 1) *e*fSgbT4- [N- (3->7M>^ 

~n- (i, 2, 4-byr v /--«/-4-f^) r^***] 7i^ 

7^77)1- MO mg 

^-NMRC DMSO-dg, 6):5.60(2H, s), 7.168.06(8H, ■) , 8.168.27(2H, m), 9. 

4 3 tBlE4# 2000-30604 2 5 
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24(1H, s), 10,90(1H, s) . 
MS(m/z):399(MH + ) 0 
[0 12 8] 

mmmeo 

- (4-tKn^^>^) — n— (s-t;ys?;i/) 7^ ^ ] hu^ 

7 1mg, Sft^f VV©ftt>yi:N, N-^fM^AT^ Fl. 8mU 
fflVNT^tC^L, #£nfc«£j£4&*TLC D D*;i/A : * * J -;b= 
19:1) T**t$gLT, 4- [N- (4->>r;7i^) -N- (S-tTUi; 

^-NMRCDMSO-dg, 5):5.12(2H, s), 6.87 (2H, d, J=5.8H2), 7.12 - 7.97 (8H, 
m), 8.41 (1H, dd, J*1.2, 3.0Hz), 8.59(1H, d, J=1.7H2) „ 
MS(m/2):301(M + -S0 2 NH) . 
[0 12 9] 

mmme 1 

£jg#!2ic&vvr« 2* --haif7i-;i/-4-t- ( n/0^y{:4- [n 

- (4-fcKn^F^>>W -N-^f Jl/7$;] b'J^/S 8mg, 
2ffrffcj*^l/:v<Z)ftt>y £N, N-^fM;i/AT^ Fl. 2ml fcJSvxTli^gl 
£&#U #e>*i;MB£J*4&&TLC (9an*M : **y-;i>=l 9 : 1) 

w T*mmhT^ 4- [N- (4-^r/7x^) -N-*3^7 ^ 7*^;l/] 7 

^-NMRCCDgOD, 6):3.15(3H, s) , 4.67 (2H, s), 6.80(2H, d, J=7.8Hz), 7.26( 
4H, s), 7.44(2H, d, J=7.8Hz ) „ 
MS(«/z):317(H + ), 238(M + - SOgNH) „ 
[0 13 0] 

mmwe 2 

ll^g«|2^cfev^T, 2* ~~ hntf^3in;i/-4-^-;v<z>f^t)yjc4- [n 
&fl:*^lx:/©fti>>;fCN, N-^f^/MAT^ FO. 7ml?:MVNT^ 
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w ■ 

*e*t$3LT, 4- [N- (4-^r;7xr;i/) -N-x^;i/T^ v 

1 H-NMR(CD 3 0D, S):1.23(3H, t, J=4.5Hz) , 3.59(2H, dd, J=4.7, 8.7Hz), 4.6 
4(2H, s), 6.76(2H, d, J=5.8Hz), 7.25(4H, s) , 7.40(2H, d, J=5.8Hz) 0 
MS(m/z):331(M + ), 252 (M + - SOgNH) „ 
[0 13 1] 
^fcilsM 6 3 

|ySM2{C^V^. 2* -^hnif7i-^-4 -^--^/©f^t>*;icN- (4 
->>7;7x^) — N — -2-^^-^x>^j;i/3j? 
3f-i^ K3 7mg, %L4b**l'^<?>ttt>VK 1, 9ml 
£ffi^TH«HCigf£U #e»tlfe5a^^SrTLC (?DD^I/A^^;^ 
= 19:1) T?*t$gLT, 4- [N- (4-^7^71^) — N— (2-^a: 

^-NMRCCDgOD, fi):5.05(2H, d, J=2.2Hz), 5.22(2H, br s), 6.70 - 7.72(11H, 
■) • 

MS (■/*): 413 (M + ), 334 (M + - SO^NH) „ 
[0 13 2] 

mMWZfc&^x* 2* -~hatf7i- ;v-4 icn- (4 
-i/r;7x-^) — n— (4 -n Kn^ri/K>e;;i/) -3-Wi»* 

^K4 3mg. *frffc**-l/>®fti>»JJCl. Oml 
fe8V>TW#fc:#flsU »&*lfefi£jft4fcfeTLC (^nD^:^*;-A 
= 19:1) *elMl/C, 4- [N- (4-^7;7x-;i/) -N- (3-*x 
~/l/:&/!/3K-;i/) T ^ / 7i-^ b 2 3 mg 

1 H- NMR(CDgOD, a):5.16(2H, s) , 6.74 - 7.77(11H, m) „ 
MS(b/z) :334(M + - SOglffl) „ 
[0 13 3] 

&MWe 5 

4 5 fflSE4# 2000-306042 
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mMMzizis^T. 2' -r- hntf^x.-^-4 -^-;i/^f^^i;^N- (4 

t)*;iCN, N-^f;^M75 F2. 6m 1 ZH^Xm^WiftV, 
fefi4«*&TLC : ^^/-;i/= 13:1) ^Jff^LT. 4- 

[N- (4-i/7;7x';b) ijJlA^^JVl 7x^ y * - h 8 m g 

^H- NMR(CD 3 0D, S):6.87(2H, d, J=5.8Hz), 7.56 - 8.00(6H, m) „ 
HS(m/z):238(H + - SOgNH) . 
[0 13 4] 

Hi£M2 {C23VMT> 2' ho ^7^-^-4 -^--;i/(Z)ftt>*; ICN- (4 
— %/*? ;7x'/I/) -4 - t Kn^i/-N-if M>X7^ F2 7 9 mg, £ 
ft;*^U><D<ftfc>y tC-N, N-^f»A75K8. 4 m 1 feffiV^TpirtaStC 
lftf£U #e>*l£JB£l&&£TLC : **J-Jb= 1 3 : 1 ) T? 

SftHLT. 4- [N- (4-J/7;7i-A/) -N-^f^^W^ 7i 

^-KMRCCDgOD, 6):3.50(3B, s ), 7.08-7.49(6H, *) , 7.63(2H, d, J=6.0Hz 

) o 

HS(*/z):331(M + ), 252 (M + - SOgNH) „ 
[0 13 5] 

mmmei 

. #6flfei4WltTLC (yno*M:>«;-A'-7: 1) "e*S$SbT 
% 4- (N* , N' -57*5 l ;i/fcF9#-/*/l>#-A'> 7x^ *;i/7y;*- 

^-NHECCDjOD, 8):2.65( 6H, s), 7.39(2H, d, J=5.5Hz) , 7.83(2H, d, J=5.7 
Hz) . 

MS(m/z):259(H + ) . 
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[0 13 6] 

7-Uy<Dftt>ViZN, N-^fWAT5Fl. 5ml &«^T3«{C^ 
l/T> 2- [N- (4 -7;V77 : E^;i/t*^7x- jtj/UA^/U} 7x — 

*H- NMR(DMSO- dg, 5):6 .7-8.4(12H, «), 10.49(1H, br s) „ 
MS(m/z) :308(M + - SOgNH) , 229 0 
[0 13 7] 

n^2/-N- (2-t: Kn^r2/7x-/l/) ^X7$ K2 3mg^V\ S&ft;* 
^i/XDftfcyiCN, N-^f^A75Kl. 5ml £#V>T(qJflfCigf£ 
l/T, 3- [N- (2-^77^mS/7x-^) 7x1 

1 H-NMR(DMSO- d g , 8):7.3-8.3(l 3H, ■) . 
MS (b/z) : 290 (M + - HOSOgNHg) ,211. 
[0 13 8] 

MMWZlzis^T. 2* -ihnif7xi;i/-4-*-;i/©ffcfoytc3-t: F 
n**/-N- (3-kKn^>7x-^) /<>X75F2 3mg*ffiV\ 
^b>«)f^t5yiCN f N-^f^i7$Fl. 5ml fc/fV^KStJCigfe 
L/T. 3- CN- (3-X^77^^i/7x-^) jtjfl,A=£JM 7x1 
;i/ X^77^-F2 5mgi#fe D 

*H- NMR(DMSO- dg, S ):6.9- 8.1 (12B, »), 10.48(1H, br s ) „ 
MS (m/z) : 290 (M + - H0S0 2 NH 2 ) „ 
[0 13 9] 

mmmi 1 
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D^rSy-N- (4-tKn^J/7x^) ^X75h*2 3mg5:iK 

^ 1/ > ©-fob U£N, N-s?^^;i/jJx;i/^r^ Ki . 5 m i zm^xmrnzmft 
tt, 3- [n — (4 -T.A^yye^Jiyt^iyy^—jv) jjjbA^ji] 

^-NMRCDMSO-dg, S):7.1-8.1(12H, ■), 10.41(1H, br s) a 
MS(*/z) :290(M + -HOS0 2 NH 2 ), 229 fl 
[0 14 0] 

§&560![2fCfcV^s 2' hntf-7x-^-4 -;f-;i/tf)ftt> D iC 4 - t F 

l/T, 4- [N — (2-^^7r ; E>f^^^^73i— >«/) jSj/l/A^-f ^] 7i- 

^-NMRCDMSO-dg, 6 ):7.3 -8.5(12H, *) „ 
MS(»/z):290(M + -H0S0 2 NH 2 ), 211 a 
[0 14 1] 

mmmis 

mmw2\zm>T. 2' --fof7x^-4-t-^t)^:4 - cn 

- (4 -fc:Kn3r$/'<> — N — (2 -fcT^$?-;i/) 7] 'O'i/^bU 
;i/2 7 lmgS:Mv>T^lC^L^ #e>^fcJS£l*4&&T L C (jg^^, * 
nnsM/A: *#y-;i/=l 9 : 1) T**t$SLT, 4- [N- (4->>7^7^i 
-N- (2 -fcT 5* T-S / Z&Jl] 7x^ N 2 1 

^-NMRCDMSO-dg, 8):5.32(2H, s), 7.19(2H, d, J=5.5Hz), 7.35(2H , d, J= 
6.0Hz), 7.53(2H, d, J=6.0Hz), 7.77(2H, d, J=5.5Hz), 7.83 - 8.39(3H, ■) w 
MS(m/z):302(M + - S0 2 NH) 0 
[0 14 2} 
^057 4 
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HJBfcfi tcjlsv^T, 2' ha^7i^-4 -#~;KZ>fU> y tc4 - [n 

- (4-tKD^rM>^) -N- (2— 5=-~;i/) T ^ 7] h U;i/l 

*;bA:^h^tiKa7^>-l 0 : 1) T«Lt, 4- [N- (4—>7V 

— n — (2 ^jvyr^-h*.^ 

^-MffiCCDgOD, 5):4.75(2H, s), 4.89(2H, s) , 6.73- 7.54C11H, ■) . 
MS(m/z):320(M + - SOgNH) „ 
[0 14 3] 

- (4-t Fn^;>^>^;i/) -N- (3-~r— r^/] *y s J— hvjvs 

^A:fb9tKn77>=10: 1) TM$$3LT, 4- [N- (4—>7V3? 

— N — (3 7i-^ ^7 7^"bS#t 

*H - NMR(CD 3 0D, 6):4.74(4H, s), 6.69- 7-51 (11H, m) „ 
MS(»/z):399(M + ), 320 (M + - SOgNH) . 
[0 14 4] 
6 

2' -^M3tf"7x^i;i/-4 -^"-;i/2 1 5mg£.}:tf hfr^> lml®!^ 
#£*#U ^na^»>fym-M4 8mgS:iTU^ 1 7B§ 

^tlc (J§H3?8«& ^na*M : *#7-;i/= l 0 : i) *eflf?u 2* 

-=.Knbf7x^-4 ->f^ X;i/7T^- h 1 6'0ni2S:#fe. 
[0 14 5] 
HSS50H7 7 

MMMIK&^T. 2' -nhntT7 3i-^-4-*-^©^t>*;ic4- (l 
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lc mm&m, ^t>:B»x^-2 : i) xmmvx. 4- c i—rv 

^-NMRCCDClg, 6):4.99(2B, br s) , 7.28 - 7.66(8H, ■), 7.66 - 8.03(3H, m) 

HS(m/z):299(S + ), 220. 
[0 14 6] 

mrnmiK&^Xs 2* hntf7x~;i/-4 -^--^©f^t>y ic2 k 

^-NMRCCDClg, 6):7.22-7.77(7H, ■) . 
HS(m/z):275(& + ), 196 a 
[0 14 7] 

mmmi 9 

H^Mitcfev>r. 2' -nhntr7x-;i/-4-^--^/cD^t>*;K:7;^U' 

>-2-^-;i/3 6mgSi^TlftlC^U #£>*l£ffl£j£%S:T L C (® 
§8i&&. : S?xfM-f^= 1 : 1) ^%vx. y)v*uy-z- 

^ *H-NMR(CDClg, 5):3.91(2H, s) , 7.13 - 7.91 (7H, m) 0 
MS(«/z):261(M + ), 181. 
[0 14 8] 

mmwao 

^yg#[l JCfcVATs 2' -:=. ha^7i~;i/-4 -tf ~^©ft;fc>y IC4 - (3 
LC OSBBm^ ^nn*M:^^;-^=10: 1) T?*fJSLT, 4- (3 

*E - NMKCCDgOD, 5 ):7.32 - 7.85(4H, a), 7.97 - 8.19(1H, m), 8.53(1H, dd, J= 
1.2, 3.2Hz), 8.80(1H, d, J=1.5Hz) . 
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MS(m/z):250(N + ), 171* 
[0 14 9] 

mmrns i 

-3tW7l/-^-4-^f^) 7i;-JI/l 0 2mg&J8V>TH$ltCigf£U 
#e>^fe5B£fiMfc£TLC (AHI^ *nnsfc/W* : *#y-;i/= 1 0 : 1) 

^-NMRCCDCls, 3):2.77(3H, s), 7.81(1H, s), 7.35(2H, d, J=6Hz) , 7.85(2H 
, d, J=5.7Hz) . 
MS(m/z):270(M + ), 190. 
[0 15 0] 

$mm* 2 

Hi&Wncfcv^T, 2' - - hn tf7^->n/-4 -^--;i/©ftt> Utc4 - (2 

— T ^ 7f7y-^'4 — ->f AO 7a:7-/l/5 2 m g €rMV>T^#tC^U # 
&^I£^di&TLC ^nn*M;^*;-^-lo : 1) 7? 

^-NMRCCDClj, 8):6.96(1H, s), 7.30(2H, d, J=5.7Hz), 7.86(2H, d, J=5.7H 
; z), 8.21 (1H, s) „ 

MS(n/z):350(M + ), 270, 192„ 
[0 15 1] 
8 3 

SBlSI&lCfcVVC, 2' ~~ M3 t?!7:c=JI/- 4 -Jr~jUDftt> *J 5 - (4 
-fc FnfS/7i^) -N-*^-3— f V**!/— h*2 3 
mg*M^TH*lKdW|sU *6>fifctt£jMMfcTLC (JHWMU fnn^ 
A: 0 : 1) ^fffSL/T, 4- [3- (N-.*****/^-* * 

) y^MfV"— /I/— 5— f/b] X^77^~ h 8 mg 

*H- fflffi(CD 3 0D, 5):2.94(SH, s) , 7.07(1H, s), 7.48(2H, d, J=5.7Hz), 7.93( 

5 1 (|}|E^2 0 0 0-3 0 6O42 
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2H, d, J«5.7Hz) . 
MS(*/z) :297(M + ) , 218, 
[0 15 2] 

mmms4 

D tf y oin;u— 4 — ;i/ 1 0 2 mg £JI^TI^*&liCg|f£U #e>*ifcffi£/&& 

*H - NMK(CDClg» 8):5.07(2H, br s), 7.30 - 7.76(8H, ■) . 
MS(«/z):285(M + +2), 283(M + ), 206, 204. 

tlc mm&m. v=.<f-jux.-w i : i) T*mmvT^ 3-7 

^-NMRCCDClg, 8):7.30-7.80(8H, m) B 
MS(*/z):329(M + +2), 327 (M + ), 249„ 
[0 15 3] 

mmms e 

TLC (MBIi£«!s : S?X^a:-^= 1 : 1) *eJ|f^UT, 3-3 

- Ftf7x=Jb-4 ->f /I/ ^77)l-hlOiBgfe#fe. 
^H- NMR(CDClg, 6):5.12(2H, br s), 7.30 - 7.70(8H, a) . 
MS(m/z):375(H + ), 286, 
[0 154] 

mmms i 

mMMiKis^x. 2' --bu¥yx.~fr-4-*-;va>ttt>Vi^N- (4 

-M KP^rS/ tf^rt =-;!/- 3 --<;!/) Ti? hT^ K2 2 8 m g &mv>Tim&K:ig 
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*H - NMR( CDC1 3 , 8) :2.22{3E, s) , 7.31- 7.67 (8H, m) , 8.40 (1H, br s) „ 
MS(m/z):306(H + ), 227, 185, 

[0 15 5] 

9mm 1 

3 3 4mg. mWtrt^W&O. 9mg. £*Sfe# U "7A69 1 mg, ^-ffc-r 
^7> ; e-fA6 4 5mg, IS*2. 2 m 1 C0^ifef5:M^#H^CT V 0 

X^-3:1)-C»«U 4' h#>>-2-^7ai^ J n/T J feK-Ky^3 

4 3mg^. 

% - NHR(CDClg, 6):3.62(2H, s), 3.86(3H, s), 6.86 - 7.70(8H, ») „ 
HS(n/3):223(M + ) . 
[0 15 6] 

:B»X^2:1)T?IKU 4' -kl Kn#*- 2 - If 7iWt 
h V ;V4 3 mg£#fc„ 

^-NMRCCDClg, S):3.62(2H, s), 6.73 - 7.64(8H, m) „ 
HS(»/z):209(H + ) „ 



2000-306042 



17/03 2004 10:16 FAX +41 22 338 90 90 



PCT PT 07 



@058 



4#¥ 11-191632 

[0 1 5 7] 

KM 3 

®BtMl KS^T, 2-yn^E7x-^7t h~ h U JWftt) V IZ 2 - * n D 

= 1 : 2) T?mWtl>, 4* — * h3p$/— 4-—M3- 2 - If "7 :n— h 

- NMR (CDClg , 6):3.89(3H, s) , 7.07(2H, d, J=5.5Hz), 7.55(2H, d, J=5.8H 
z), 7.67(1H, d, J=6.0Hz), 8.43(1H, dd, J=1.7, 5.5Hz), 8.60(1H, d, J=l, 5 
Hz) . 

MS(n/z) :254(M + ) . 
[0 15 8] 
MM 4 

IC4' h^S/-4 -11^0-2-^71'^^^ h U/l/ 1 02mg|ffi 

3 : 1) *£ft^U 4' -H Kn#S/-4 -~\sU-2-l?7=.— )\s*Jltf 
^SU;i/8 7mg5:#fc, 

^-NMRCCDClg, d):6,99(2H, d, J=5.8Hz), 7.49C2H, d, J*5.3Hz) , 7.68(1H, 
J d, J=5.8Hz), 8.44(1H, dd, J=1.7, 5.3Bz), 8.60(1H, d, J=1.5Hz) „ 
MS(m/2):240(M + ) „ 
[0 15 9] 

«S:J/y^3ll7A7nTh^77-f- (igffl?§#^ ^ir>:^DDW 
= 1 : 2) T?*t$SU 4' -J* h*S/-2-zibn-4-tf7x=./l/**>l*-h 
U ;i/6 4 Omg&ffe. 

X H-NMR(CDC1 3 , 5)=3 .86(SH, s) , 6.98(2H, d, J=5.7Hz), 7.24(2H, d, J*5.7 

5 4 M2000-3 0 6 04 2. 
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Hz), 7.58(1H, d, J=5.3Hz), 7.83(1H, dd, J=1.2, 5.3Hz), 8.06(1H, d, J=1.2 
Hz) „ 

MS(m/z) :254(M + ) „ 
[0 16 0] 

W&M2iZte^T. 4' h^r^-2-fcf7x-^r-fel--h';;i/CD^fc»J 
tC4 ? h^f £/- 2 hD-4 x.~J\,jtjJ\/l$\ZL \>VJIZQ 8mg^I 

;v=S: l) THRU 4' -fc: Fn^$/-2-^hn-4-if7j:zi^5f7;i/jK 

-N'j;i/14 0mg§ffe. 

% - NNR(CDC1 3 , 5): 6.91(2H, d, J=6.0Hz), 7.16(2H, d, J=5.3Hz), 7.59(1H, 
d, J=5.3Hz), 7.85 (1H, dd, J*0.8, 5.3Hz), 8.07(1H, d, J=0.8Hz) a 
MS(*/z):240(M + ) . 
[0 16 1] 

sCD^r&fcN, N-^^/l/jft^T^ K2 0 Oml 4*^3 O^^Lfe. 

(Mm ^nn*M : T-feh>=5 0 : 1) T*f£SU 

4- [N- {4-'<>*?jb7t**/'<y*?fl,) t$j] 7i;-^ng&#fe. 

^-NMKCCDClg, 5):4.19(2H, s), 5.05(3H, s), 6.4-7.5(13H, «) . 
MS(b/z):305(M + ), 197, 91. 
[0 16 2] 

4- [N — (4 -KyWsTt^rS/slysffl,) 75/] 7x;-^500mgS 
^yi?>4ml^)»U *#T> Sfl:^*>^*^lmim, 30^ 
fSJBfPLfc. H/S^rf&lCZfcJCflll*, tf&LtLM&Zm&L. 4- [N- (4 - 



5 5 
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M4-h7 1 9mgS#fe. 

^-MlUCDClg, 6):2.93(3fl, s), 3.13(3H, s), 4.77(2H, s) , 5.02(2H, s), 6 
.7-7.5 (13H, m) „ 
MS(m/2):l 97, 91 0 
[0 16 3] 

Vzu—JV h 3 5 Omg. 1 0^5^^i3 5 Omgfc 

Jitf $Wfi*-> 10ml 2 HISftt£*iiiTT*&#Ufc. 

LTfifc^ U 4 — [N— (4-tFD^M>^) -N-*^;t/ 

^-OTIRCCDClg, 8):2.94(3H, s), 3.15(3H, s), 4.73(2H, s), 6.72 (2H, d, J 
-9H2), 7.06(2H, d, J=9Hz), 7.25(4H, s) . 
MS(b/2):371(M + ), 265, 186, 107 e 
[0 164] 

mm\ o 

4- [N- (4-HKD^M>y>) -N-** 1 ****— Si 7i 
—71/ ^^>xm-b8 0mg^J:ff2 8%th'J9A^b^^K 

$SU N- (4-fc Fn*S/'<2/SttO — N— (4-tKn^7x^) ;*# 

^-NMRCCDClg, 8)*.2.91(3H, s), 4.66 (2H, s), 6.6-7.2(8H, ■) . 
MS(«/z):293(M + ), 212, 187, 108 o 
[0165] 

mmmi 1 

4- [N- (4 -^yyjlJ-^is^yVJl) 7$ J] 7i;-A/100mg& 
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try $;>4mia£jjpu fc*»»2xai fcaaa.. ^aT?2»i8i8i#i/fc. 

N _ Tir ^^_ N _ ( 4 ^/>r^s//<>s?;i/) y 5 7 J 7ac^;i/ yiz-r 
-Ml 4mg&Hfe, 

X H - NMR(CDCl 3 , 5):1.87(3H, s), 2.29(SH, s) , 4.79(2H, s) , 5.03(2H, s), 6 
.7-7.5(13H, m) „ 
MS(n/z):38 9(M + ), 197,91. 
[0 16 6] 
W $S5£0!f 1 2 

;i/-N- (4 -Kypfl/Jr^z/^yiffr) 7^;] 7i3 7tf-b400 

- CN-y-fe^;i/-N- (4 -t Kn*$/^>y;i/) t^>>] 

- h 2 7 Omg^fe, 

*H- NMR(CDClg, d):1.88(SH, s),2.29(3H, s), 4. 78(2H, s), 6.6-7.S(8H, a 
) - 

w MS(«/z):299(M + ), 193, 151, 109, 107. 
[0 16 7] 

mmwi 3 

SBMl OfcfcV^, 4- [N- (4-tKO*W^) -N-^^^ 

V>Tl*mfcf£#U N- (4-tKD^>W -N- 
^n^) y-E h75F20mg 

^-NMRCCDClg, 6):1.84(3H , s) , 4.72 (2H, s) , 6.70(2H, d, J=9Hz), 6.74(4 
H, s), 6.98(2H, d, J=9Hz) . 

57 ffifE#2 0 0 0 -3 0 6 0 4 2 
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MS(m/z):257(M + ), 151, 109 o 
[0 16 8] 

4-*h3r$/-N- (4 -J* h3r$/7x-;t>) K>XT^ F6 0 Omg££tf 
6 0%*iftth';^ Al 5 0 mgODM^^r^^^^^;!/^^^ F7. 5ml 
*K 5 0TCtlO^#b^ 39ftXfM. 0 5 m 1 SriW^ 

£3 o#ffi&#bfc„ ^a^ic**^*, ^^^ixfji-fiffii, m 

STLC (SW^SE, ^nnsfc^i* : 7i? h>= 8 0:1) TfffgiU N-x^ 
h^ri/-N- (4-^b^S/7i^) /<:/X7^ F 5 9 1 m g 

fc„ 

^-NMRCCDClg, a)=1.19(3H, t, J=7Hz), 3.73(3H, s), 3.75(3H, s), 3.90(2H 
, q, J=7H2), 6.5-7.4(8H, m) „ 
MS(«/z):285(M + ), 135 0 

[0 16 9] 
3S3£#!J15 

533tM2lC;13V*T> 4 ' - * F^S/ — 2 -kf7i-^/7t F~ F VJI/OftbV 
lCN-oi^^/-4-^ h^rS/-N- (4 -* F* K>XT^ F5 8 

*#y~;i/=9 : 1) xmmhX, N-l^-4-HFn*S/-N- ( 
4 -fc Fa^rS/^J:-^/) ^>X75 F4 6 6mgS#fc. 

NMRCCDClj, 5):1.17(3H, t, J=7Hz), 3.87(2H, q, J=7Hz), 6.4-7.3(8H, 

MS(«/z):257(K + ), 137, 121. 
[0 17 0] 
9SM1 6 

JS3£#fl 4IC33V^, a^-ffcX^/l/CDf^fcVCa^ft^^l. 2ml^ 
TMRICilfeU 4-*F*$/-N- (4-^!>^>7i^) -N-*77l"< 
>X75 F6 2 9mg^ft 



5 8 
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^-NMRCCDClg, 8):3.43(3H, s), 3.74(3H, s), 3.75(3H, s) , 6.5-7.3(8fl, m 
) . 

HS(m/z):27l(M + ), 135. 
[0 17 1] 

mtm 1 7 

fC4-^ N^riz-N- (4-* h#*/:7 ;£-/!/) -N-^f M>X75 K6 0 

**^-;P=9 : 1) Tr3ff$gbT, 4-t Kn*$/-N- (4-fc Fo=* 

^-NMRCCDClg, S):3.40(3H, s), 6.4-7.3(8H, m) . 
HS(m/z):243(M + ), 123, 121 . 
[0 17 2] 

a«?-fbx^;i/CDf^t>»Jica^ti^^i. 2m l zm^xmmcmftv. 4 

h**/-N- (3 b^*/7x^) -N-if M>X75 F 6 2 5 m 
g £#&o 

^ h-im{CDCl 3 , 6):3.46(3H, s) , 3.69(3H, s) , 3.74(3H, s), 6.5-7. 4(8H, 
■) . 

MS(b/z):271(M + ), 135 a 
[0 17 3] 

J3jg0S2lC33V>T* 4' -* hdfS/-2-tf^x— ;i/Tir h-MACDftfcy 
JC4 N^r>>-N- (3 h*$/7x~;i/) -N-^fM>X7^ K6 1 
8mg£Mv^Tli0*IUcffcfeu #e>*WMH£f&ft£T L C (JS^JSE, *nn* 

**./-;t/=9 : 1) T**f|gLT, 4-fclKn#S/-N- (3-H KO* 
i/7x-^) -N-ilfM>X7^ F4 4 2mg|#fc. 



5 9 
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*H- NMR(CDClg, 6):3.42(3H, s), 6.4-7.3(8H, m) „ 
MS(m/z):243, (M + ) , 123, 12 1„ 
CO 1 74] 

mm 2, 0 

•7 ain;i/ tF7i?>l. 0 8 g & tf V *J> 1 0 m 1 ICigjB? U *?^T^*i*» 
Kl. OgS:#fe D 

%- NMKCCDClg, 6):2.07(3H, s), 3.76(3H, s) , 6.72(2H, d, J=9Hz), 7.21(5H 
,s), 7.43(2H, d , J=9H2), 8.09(1H, br s) . 
MS(b/z):284(1[ + ), 135„ 
[0 17 5] 

mm.W2 1 

Sg^M2Kfc^T, 4' h^2/-2-tf73in;i/T-feh— MJ ACDftfr *J 
ICN' -7-fe^/I/-4 h^i/-N-7x-M>yt K^$?K5 OOmgS 

#y-/I/=* 1 5 : 1) -zm&hT. N' -7tf^-4-tKn^i/-N-7x 
-^'O i/fcK5^K2 2 4mg &#fe 0 

X H - NM(CDC1 3 +CD 3 0D, 8):2.04(3H, s) , 6.6 6(2H, d, J=9Hz) , 7.21(5H, s), 
7.35 (2H, d, J=9Hz) „ 
MS(«/z):270(M + ), 121 0 
[0 17 6] 
«gat«2 2 



6 0 
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m&Vfc a m&ZT-teb~hV)l4. 3mHzmML. 4- [N- (1, 2, 4 

^n^h^^-r- *nn*;i/i* : **y-;i/=9 : i) *emmh 

% 4 _ [N _ (4-fcKQ^>M>*?;i/) -N- (l, 2, 4 - S y 
4 ->f/l/) y $ /] W-h'JM 0 2mg£#L 

NMRCDMSO-dg, 8):4.89(2H, s), 6.6-6.8(4H, ■) , 7 .04(2H, d, J*8.6Hz 
), 7.72(2B, A, J=9.0Hz), 8.65(2H, s), 9.40(1H, s) . 
MS(*/z):291(M + ), 185„ 
[0 17 7] 
$SBtM2 3 

4- [N- (1, 2, 4-MJ7y-^-4 — f;v) 75 7] /C>yrh'^ 
10. 4 3g. hUxf;V75>7. 9mlSrjt^-fb^^U>5 6 m 1 

£$Jc#T8&#u 4- /<>^Mn'JK23. 7 

Sfc^tflkffc;*^ U>2 8ml*A,ft6jg^&irU 1 B^jfc^ U 

1:1) t'iffibfc. J»ffi#**fcU ttEE 

3§ffi«g3& ^nn*M: T-fe h> = 4 : 1) T**f$gU N — (4-^7;7x 
-4-tFn^^-N- (1, 2, 4 - MJ/^-ZU— 4 ->f» 
K6. 2g^fc„ 

^-NMSCDMSO-dg, 5): 6.71(2H, d, J=8.8Hz), 7. 38(2H, d, J=8.8Hz) f 7.46 
(2H, d, J=8.8Hz), 7.86C2H, d, J=8.8flz) , 9.05(2H, s) , 10.21 (lH,br s) „ 
MS(m/z):305(M + ), 185. 
[0 17 8] 
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n^^^XT^rt K2 4 4mg £J5V^|f3l5lfCii#U #e>4X/Mfi£j&%& 
9 : 1) 4-*;V5;i/7i^ X^77^" h 2 0 3 nig^lfe 

o 

^-NM^DClg, 8): 7.50(2H, d, J=8.6Hz) , 7.94(2H, d, J=9.0Hz), 10.00(1H 
.s) „ 

MS(m/z):201(M + ), 121„ 
[0 17 9] 

mtmz 5 

g ft 1 . 7 5ml GD$gA$J& 1 BIOTli&iSSiSb tc. 

[0 18 0] 

4 - [N- (4»^h^S/7i^l/) T^>0 ^y-h'^2 24mg*:N 
, N-S?**JVfc/l2*T$ Kl. 2mllC«lfiPU *#T:?fcmft**^- h U 9 
A4 8mg&fll*., ^3 0#fS#Lfc„ fcKiS&bfcSMfc 4- (t 
n/tm+frS/VM*?*'') 'OS^&N, N-^^^^-H/^T^ Fl. 2ml 

**riiE«»^»K»*.fe«, mm* surname*. 

A-e«g|Slbfc«> iSffiTit8&&S*bfc. &££^h^fc Fn77>l. 2ml 
HMU 7*;ftf h77*f^m-WlMfh7tKa75^1. 

7M07b^7-f- (»ffl«£« B»xf*) T*¥NSU 4- [N- (4 - 
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2 2 9mg&ffc, 

% - NMR(CDClg, 5):3.82(3H, s), 4.7-5.0(3H, m), 6.4-7.4(12H, m) . 
MS(m/z):330(M + ), 224 Q 
[0181] 
|&i#J2 6 

$mM2 SK&^X. 4- [N — (4-* 75^1 
bU/KZ>ft*>yfc:4- (N-7i-;i/7^;) /^yrhUM 94mg5:I^ 
TH$Hct£#b, 4- [N- (4-tKD^rM>^) -N-7i^7^ 
] HJM 7 2mg&#fe. 

^-NMRCCDClg, 6):4.9(2H, br s), 5.1-6.4(1H, br), 6.7-7.9(13H, m) Q 
MS(m/z):300(M + ), 194. 
[0 18 2] 

mmm2 7 

Si5iM2 2tCS5V*T, 4- [N- (1, 2, 4-hU7^-4->f;V) T 

4- mftfelfc* : geB*X*-/l/= 7 : 1) -eftSSU N- C4 - (t e 

rt-7*f^WJ^^) *>5J/l0 -4, 4' ->f$7^X/<>!/ 

[0 18 3] 

&V>T% N- [4- (tert-^f^WJM^i') / <>^1 ~ 
4, 4» ->f * 2mgS:f h7tKn75>0, 2 1m 
llzmmV. 7*;ftfh77*^7> : E- , 7^©lMfb7t KD77>it0 

. 2imi*in;t, ^m-e3 o^is«#bfe. ^jSM^tci&fn^seTK^by 

^MJ*A^$5i|gL&«. iSlET^«S:^Ufe. #6*i*i«*«*feTLC ( 
*DO*;i/2x:7*&h>=3 9 : 1) T**S$SU N~ (4-fcFn# 
z/KyyjV) -4, 4* — f ^ y'fc?;X'<>V r — MJ^54mgS#fe. 

6 3 £ftlBE^2 0 0 0-3 0 6 0 4 2 
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1 H- NMR(C DClg, 5):4.8-5.1(3H, ■) , 6.7-7.6(12H, ») . 
MS(n/z):325(M + ), 219. 
[0 18 4] 

rn&mz 8 

^I*iJi?A9 OOmg%ii#HMTt e r t -7* J -to* 0 ml 

U ^y^A t e r t—fb^PFtmnVte, 
tO 1 8 5] 

?A tert —?Y*t/ l£KV* s ?Jb'A)\'-fc*%' F 1 0ml £Jtl;i 

2g&inAfc^ glt'iH^t^ 4-7A*n^yihu*i. 21 

s mfc&m+hvvj*'vm&vit. mmzm&isxmbnitm&im&S'V*>f 

M^^n7h^77>f- (ttffitttt* anna**/*: 9 : i) 

T*tSSU 4- [N — (4-fcTU^) y* /] 'OV'-FUZl'l. 85gfe# 

l H-Wffi(DMS0-d 6> 8):7.0-7.2(2H, ■), 7.30(2H, d, J=8.1Hz), 7.71 (2H, d, 
J=8.8Hz), 7.9-8.K2H, m) , 
MS(«/z):195(M + ) . 
[0186] 

m^mzzK^x. 4- [n— (i. 2, 4-hury-^-4->f^) 7 
5/3 ^y-h'J^fc»Ji:4- [n- (4-tru^) 7*/] 

. ^0*U:^;-^9 s 1) "CWIU 4- [N- [4- (tert 

6 4 fl}H|2000-306042 
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11-191632 

— N — ( 4 - fcf 'J /] ^ 

[0 18 7] 

4- [N — [4- (tert-^W^i/'J^i') 'OS* 
-N- (4 -try VJl) lmgS:fh7t Fn7 

^yo. 3 3mlfc:^fl?U 7>yftf b7^"f Jl/T^^-f^^lMf b^tK 
D77>ilO. 1 5ml Zftl^ gST*4 5#ffiffi#bfc 0 K/£3§^C*£ 
#0;t, 4^fh7tFa77>-^xf^i-rA' (1 : 1 ) Tfljffll/fc. 

W ggU 4- [N- (4-tKD^^>^) -N- (4-fcfV^) 7$^] 

^-NMRCCDClg, a):4.96(2H, s) , 6.7-6.9(4H, m), 7.03(2H, d, J=8.8Hz), 7 
,33(2H, d, J=8.3 Hz), 7.63(2H, d, J=9-0 Hz), 8.22(2H, br d, J=6.4 Hz) 

MS(n/z):301(M + ) t 195. 
[0 18 8] 

mmms o 

MM®* 0 tCfcV>T, T-Vy<DttfrVK4-T$ J ^y^S-hV )V3. 5 8 
K4. 6 2gfeJSV>TH«MctSflsU #6*lfc«ftJ**fei/U*-arjl/*9 

A^n-^h^^-f- OBffl&Jk ^na^M : Tir h> = 3 9 : i ) x*mm 

VX. 4- [N — (4-fc Kn^fS/'OSM') T^/] ^/-h'JJI'S. 3 7 

NM R(CDC1 3 , 8): 4.25(2H, s), 6.59(2H, d, J=9.0Hz), 6.82(2H, d, J=8. 
6Hz), 7.16(2H, d, J=8.6Hz), 7.40(2H, d, J=8.8Hz) „ 
HS(«/z):224(M + ), 118. 
[0 18 9] 

mmms 1 
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#3* 11-191632 

MJx^;i/7^;/0. 2 8ml £<fctf-r K^fc Ka79>7ml $:*i-£U 
tC#£iH*.* ^fefh7i: FQ77>-^xf ;i/x~f^ (1:1) T'ttffl 

T?*MKU N — (4->>r;7ir;l/) — N— (4-tFD^M>^l/) -=* 
*>T$ F2 9 2mgi#fe. 

*H- NMR(CDClg, 6): 4.2-4.7(3H, ■), 6.61(2H, d, J=8.8Hz), 7.1-7.7(6H, 
«), 8.44(1H, dt, J=2.0, 8.0Hz), 8.86 (1H, dd, J=1.8, 4.8Hz), 9.39(1H, d, 
J-1.5Hz) . 

MS(n/z):329(H + ), 223„ 
[0 19 0] 

9mm b 2 

nowM vnmv. N- (4->7;7i^) -N- (4-tKn^M> 

^-NMRCCDClg, 5):4.39(2H, s), 4.5(1H, br), 6.61 (2H, d, J =9Hz) , 7.1-7 
.7(9H, ■), 8.19(2H, dd, J=1.8, 7.9Hz) „ 
MS(m/z):328(M + ) . 
[0 19 11 

m&M3 3 

^nnw T?*ti3u 4-s/yy-N- (4-i/r;7i-;i/) -n 

- ^>X75K3 4 4mg?:#fe, 

^-NMRCDMSO-dg, 6):4.39(2H, d, J=5.9Hz) , 6.68 (2H, d, J=8.8Hz), 6.8- 
8.0(7H, ■), 8.09(2H, d, J=8.1Hz), 8.2S(2H, d, J=8.4Hz) „ 



I 
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£f}^4$ 2000-306042 



17/03 2004 10:19 FAX +41 22 338 90 90 



PCT PT 07 



@071 



#32 11-191632 

MS(b/z):353(M + ), 247. 
[0 19 2] 

4 

4 K^iy^<>^;i/T^ > 0. 69ml, h'JxW^^l. 57ml^ 

§gbT4-S/T>>-N- (4-* ^>Xr^ Kl. 29g&f 

*H- NMR(CDClg, 6):3.80(3H, s) , 4.55(2H, d, J=6.0Hz), 6.2-6.5(lH, br), 
6.88(2H, d, J=*8.6Hz), 7.27(2H, d, J=8.8Hz), 7.60 - 8.05(4H, m) „ 
MS(m/z):266(H + ), 235 0 
[0 19 3] 

mas 5 

4 —l/y J — N— (4 ^^i/'Oi/';!/) 'OXy* K 7 9mg&ff7t 
K075>2, 5ml 6 0 %3fcSHfcf h U # A 2 4 m g &iHx.T^ 

#H^CT> 5^ISSHl»3S^Ufc B a^ft^^O. 1 ml 1 5# 

M#U 3&W*lml£iO*TH0*#jfcbfc. ftfilxf/b'etffift, 2Nfg 

fi|X^;i/=l : 1) T?»«l/t4-5/yy-N- (4-* h*S"<>2JA>) -N 

^-NMRCCDClg, fi):2.68-3.17(3H, ■), 3.81 (3H, s), 4.30 - 4.80(2H, «) , 6. 
88(2H, d, J=8.6Hz), 7.0-7.4(21, ■), 7.51 (2H, d, J=6.4Hz), 7.70(2H, d, J 
=8.4Ez)) . 

MS(m/z):280(M + ), 265„ 
[0 19 4] 
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11-191632 

JC4-5/7/-N- (4 b*i"<>i?)l) -N-^fM>X7U*7 lm 
i)Sll&TLC mm&m. ^na*M:rth>=4 : 1) T?*||3tT4- 

NMR(CDClg, a):2.68-3.20(3H, ■), 4.20 - 4.77 (2B, m), 6.80(2H, d, J=8 
.6Hz), 6.9-7.4(2H, ■), 7.51 (2H, d, J=8.6Hz), 7.70 (2H, d, J=8.6H z) „ 
MS(b/z):266(M + ), 251. 
[0 19 5] 
332I0J3 7 

SS5^fl3 4tCfiV>T, 4-* h^ri/^>^;i/T^><D^t>»;^4- [N- (1 
, 2, 4-hUT v >/-^/-4 — Ol/) 7^;^f^] 7i;-M0 1mg, 4 

-^^'/wny FcD«f^t>yic3-^r/ / O x y>f J a/^nu Ki0 5m 

: 1 0 : 1) -zmmVT3-~*sTJ-X- (4-tKfl#M>S? 

/I/) -N- (1, 2, 4-M)7y-^-4^f^) ^>^7^ K2 6mg£# 

^-MMR (CD 3 0D, 6):4.97(2H, s) , 6.47 and 7.01 (2fl, ^=6.8 Hz), 8.41 (2H, 
s) . 

MS(m/z):319(M + ), 251 0 
[0 19 6] 

8 

4 - [N — (S-tfUSMO 7] ^y-hUM 9 OmgB, 

AT 3 K5ml K&flPU *^T6 0 M*A44mgS 
fliit, 4 0-5 0t;T-3 0^mfc. 4-^>^**M>wny K2 
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ff ¥ 11-191632 

$/*AT?eg*ti/fcfc, mmTmm&w£bit B #&*ife«^<»&TLc mm 

mm, ^*Vy : Stxf;i/= 1 : 1) T'»|?IT4- [N- (4-/<>S?^ 

-N- ( 3 - tf y pa/) r^y] ^ v < /-h';^2 84mgfe# 

fc. 

^-NfflKCDClg, 5):4.93(2H, s) , 5.03(2H, s) , 6.67 - 7.63 (15H, m) , 8.44(1H 
, dd, J-1,2, 3,0Hz), 8.54(1H, d, J-l.BHs) . 
MS(b/z):391(M + ) . 
[0 19 7] 
$g^M3 9 

$S5tM9tc«v%r, 4- [n- (4 ~'<>^;i/^=¥^'<>^>n/) -n-*^ 

^nA7$ 7] * £>X;i/**- h©ft*> t»lC4 - [N- (4- 

2ms«lK $?;T**>©fW>y £»#x^/l/3ml fcAJwcPifiMclittU 

- [N- -N- T^] 

^-NMECCDClg, «):4.92(2H, s), 6.58-7.70(10H, ■) , 8.39(1H, dd, J=1.2, 
3.2Hz), 8.48(1H, d, J=1.5Hz) . 
MS(m/z):301(M + ) B 
[0 19 8] 
fS3fl#f4 0 

5?5tM7icfevNT> 4 — y ^ y 7x/-/i/<z>f$;bytc4 - r^/^V'b'J 
n- (4-^>^^s/^<>^) /] w-hy^5. 194 g&m 

*H- NMR(CDClg* 8):4.40(2H, d, J=3.0Hz), 4.4(1H, br), 5.06(2H, s), 6.56( 
2H, d, J=5.8Hz), 6.78-7.52(llH, «) 0 
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[g] 074 



NS(b/z):314(M + ) . 
[0 19 9] 
$S^W4 1 

m&ffl3 8tCfeVNT. 4- [N- T^y] ^>y-hU;KD 

ftby»c4- [N- (4-^<>^;^#5/^>^) t ^ y J h y ;vs 

1 4mg, 4 -'OS^^S/'O^^n U K©fSfc> *J tC3 ^tt;*^;H 4 2 
mm^^=Z : 1) TM$$SbT4- [N- (4-^>>^;i/^dr^'<>^) - 

*H- NMR(CDC1 3 , 5):3.08(3H, s) , 4.56(2H, d, J=5.8Hz), 5.05(2H, s), 6-42 
-7.55U3H, m) „ 
MS(«/z):328(M + ) . 
[0 2 0 0] 

8g3&8l9fc£V^T, 4- [N- (4 -N-^^;i/ 
*/l/3fczL7l/T^ /I/ r-©f£fr»J C4 - [N- (4 - 

D 

*H- NMR(CDCl<j, 8):3.09(3H, s) , 4.52(2H, s), 6.4 3 - 7.57 (8H, m) . 
MS(a/z):238(M + ) . 
[0 2 0 1] 
«Bt#!4 3 

3£g«3 8lCfcV>T, 4- [N — (3-fcfUSW T^J Kj/^hU/u© 

f^fcyic4- [n — (4-<<.>?n>**ris'<y&fl'y r$;i «2/V~vv*& 

7 0 fflgfc#2 0 0 0-3 O 6 04 2 
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wm^ji^z : i) til?iT4- [n — (4— *>s?/i/3r*5"<:y$W - 

NMR(CDClg, 8):1.22(3H, t, J-4.7Hz), 3.50(2fl, dd, J=4.7, 9.5Hz), 4.5 

5(2fi, d, J=5.8Hz), 5.05(2H, s), 6.64(2H, d, J=6.0Hz), 6.93(2H, d, J=5.3H 

z), 7.07 (2H, d, J=6.0Hz), 7.17 - 7.56(7H, m) „ 
MS(m/z):342(M + ) . 
[0 2 0 2] 

mm® a 4 

$?5iM9{c^^r. 4- [n- ^-^yVM^^yviVi -n-*** 
w xA'tis—Jir^ J] *#>;*;i/3fc*-t*<z>f5fryK:4- [n- (4 - 

v*, *?**vy<Dftt>vizmmx*)i3mi*^TmmKMftis. 4^m^m 

£TLC (Sm, : D "e««l>T4- [N-x 

^-NHRCCDClg, 8):1.22(3H, t, J=4.7Hz), 3.50(2H, dd, J=4.7, 8.8H z), 4. 
49(2H, s), 6.45 - 7.55(8H, ■) . 
MS(n/z):252(M + ) „ 
[0 2 0 3] 
ISSfill 4 5 

WkWUZte^T, 4-'<yi?fr*3ri/'<y*?J\'9n}) K<aftfcyic4- (t 

ert-^^WJW'» K>WQ>J K2. 05 8 g, 4-T 
5 7 y 3lJ ~JW?)ftt)VlZ4 —7^ ;^>V^ h U ;i/0. 9 4 6g?:MV>Tl^«l 

. s\*Vy :#SftX^A=3 : 1) 7?JffiSL/T4- [N- (4-tert 

J H/^^^;i/$/U J o/^-#s/'<>^;i/) r^;l mj/uo. 6 82g%#fc 

9 
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11-191632 

*H - NMR(CDClg. 6):0.17(6H, s) , 0.96(9H, s), 4.23(2H, d, J=5.2Hz), 4.6(1 
H, br), 6.63(2H, d, J=8.4Hz), 6.79(2H, d, J=8.2Hz), 7.17(2H, d, J=8.2Hz) 
, 7.33(2H, d, J=8.4Hz) . 
fO 2 0 4] 

mmm4 6 

$S3tM8tCfeV^T. 4- [N- (4 ~siy*7A/7t 7*. 
y-^CDf^i?y IC4 - [N — (4-t e r t -^f;i/i?^ WJ^#^> 

. : M|x^-S : 1 ) -eHifiLTN- (4-t e r t -ttA/P* 

?fl/t/VJ]s***/'<yPfl/) -N- U-S/TV^—J'l') -2-ft7i>* 
;i/3^#-9-^ K 1 9 6mg^ 

^-WIRCCDClg, 5):0.17(6H, s) , 0.96(9H, s), 5.00(2H, s), 6.60 - 7.67 (111 

, ■) o 

MS(»/z):448(M + ) a 
[0 20 5] 

7 

N — (4-t e r t-^f ^ W'> / <>^) -N- (4-2/ 

7;7x^) -2— M^si^a/l/JiW^ K180mgfcfh7t 
>3. 5mltCttflFU 7yftfh77*W^ : e^A3 8 6mgmT» 

19:1) TtfMBU N — (4-W7x^) — N — (4-t Kn*$"<> 

3?/!/) - 2 - f t7x>*M^ft5 K4 7 mg 

*H - NMR(CDgOD, 6):5.02(2H, s), 6.56 - 7.76(11H, ■) „ 
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\J 

MS 334 (M + ) „ 
[0 2 0 6] 
«£094 8 

WIM&$&K3S^T. 4- [N- (4 ~'<>*?)\'**ri/'<>*?n/) 7$ J] 7i 
J-Jb<Z>ftt>VlZ4 - [N — (4 - t e r t - ^f^/^f ;i/J/<J^^'<> 

-ft7i>^;i/»?ny h*i 1 o mg & m v>r mailed u 1 91$!^ 

W 31, : gj=g|x^/I/ = 3:1) «LtN- (4 - t e r t 

^^;i/t/y^/^r^ri/^<>^/I/) -N- (4-^7/7x-^) -3-W7i> 
#;1/jJW^ K 1 9 1 m g 

^-NMRCCDClg, 8):0.17(6H, s) , 0.96(9H, s), 5.03(2H, s), 6.61 - 7.60(11H 
, ■) . 

MS(m/2):448(M + ) . 
[0207] 
9 

$Si§0!4 7JC£V*T, N- (4-tert-^^W;WJ"0 
w -N- (4-S/7;7x^) -2-f*7x>^W5 KCDfSfc U 

{C, N— (4-t e r t-7*f JV^ W;M^rM>^) -N- (4- 
*/r;7x-fl/) - 3 -^7f7*y*flsrt*y=i Kl 8 OmgfcJgV^TM&KlSi 
f£U N- (4-J/7;7i-^) — N— (4-fc; K n ^ -3-*- 

^-MMRCCDgOD, 8):5.04(2H, s), 6.55 - 7.70(HH, «) . 
MS(*/z):334(M + ) „ 
[0 2 0 8] 

$85tftI3 8k:£vat, 4- [n- (3-trys?;u) r?;] mj/k© 
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XT ^ K<Z>«£j84& 6 2 0 m g £#fc„ 

^-MRCCDClg, 5):3.45(3H, s) , 3.72(3H, s) , 6.70(2H, d, J=8.4Hz), 7.15( 
2H, d, J=8.4Hz), 7.23C2H, d, J=8.4Hz), 7.55(2H, d, J=8.4Hz) „ 
[0 2 0 9] 
(KB* 5 1 

ic, n — (4-s/r;7x-^) -4-* h^>-N-^fM>xr^ F5 5 

^-Nffl^DISO-dg, 8): 3-27(3H f s), 6.42-7.40 (8H, m) 8 
MS(*/z):252(M + ) „ 
[0 2 10] 

3 h^^z-N- (2-* h^Pi/^i-^) /<>X75 K4 5 lmg&tffcf 

(2-tFn^^7x-^) K>X7$ Kl 0 9mgS:#fe. 
^-NlffiCDMSO-dg, d):6.9-7.1(lH, ■), 7.2-7.9(9H, n), 9.90(1H, s) . 
MS(*/z):211(M + -H 2 0) . 
[0 2 11] 

8SJtW5 2lCfc^T, (2-* ^S^*-*) 'O^CT 

* TO<ftt>»JKl3-*b*$/-N- (4-* ^>XT^K5 3 

7 4 ffiSE4# 2000-306042 
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@079 



LX. 3 - k Kq^r^-N- (4 - fc: Fa s<Z/XT$ K 1 2 7 m 

*H - NMR(DMS0- dg, 8):6.73(2H, d, J=7Hz), 6.8~7.4(4H, n), 7.50(2H, d, J 
=8.8Hz), 9.4(2H, br) , 9.87(1H, br s) . 
MS(m/z):229(M + ), 121. 
[0 2 12] 
$3*£W5 4 

£g3tW2 5lCfe^T. 4- [N- (4^h^>7x^) "O^— 

by/KD^4>yKi4- [N— (2 -tr^s?— AO r$si ^z/V^hVJ^s 9 2 

m«%mv^TW*IC|»fl£U 4- [N- (4-KFn#^>^) -N- (2 

^-NMBCCDgOD, 6):5.19(2H, s) , 6.68(2H, d, J=5.5Hz), 7.06(2H, d, J=5.5H 
2), 7.40(2H, d, J=5.8H2), 7.67(2H, d, J=5.8Hz) 7.80 - 8.27(3H, m) „ 
HS(«/2) :302cm*) . 
[0 2 13] 

4 - [n- (2— t-— 7^;] ^v-i^y^o. 9 8g%#fe 5 

^-NIKCCDClg, 5):4.56(2H, s) , 6.46 - 6.76(2H, 6.87- 7.83(5H, ■) . 
MS(«/z):214(M + ) „ 
[0 2 14] 
«M5 6 

SS5tM2 5ICfcV^ 4- [N — (4-n*J/7x^) 7*/] 'OV- 

sy>n/©^t>»jic4- [n — <2— 7^7] /o^h^4 2 8mg 

SrfflVNTI^m^li^b. 4- [N— (4-t Kn*$"0$M>) -N- (2-t- 
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*H - NMR(CDgOD, 6):4.60(2H, s), 4.83(2H, s) , 6.55 - 7.55(11H, ■) ■ 
MS(m/z):320(M + ) „ 
[0 2 15] 
M&0i5 7 

Hjg#ff4 oic&v>t> T— v ><nttt> y 4 - t 5 y ^> y~ h y a i - 43 

tu-wf^A- asm*** ^*-*y :»»x^= 2 : d t^ssut. 
4- [n— (3 -7^— huM. oogs#t, 

^-NMRCCDClg, 8):4.40(2H, s), 6.44 - 6.73(2H, *), 6.90 - 7.56(5H, ■») . 
HS(m/2):214(M + ) 0 
[0 2 16] 

hU^/CDft*>»;ic4- [N — (3 -^-;J/) T^Jl ^<y)/-hVfl/42Sm£ 
t:M^XmmK.^V, 4- [N- (4 -t: KO*^>W "N- (3-5^ 

^-NlffiCCDgOD, 6):4.62(2H, s), 4.67 (2H, s), 6.60 - 7.53(11H, m) D 
MS(m/z):320(M + ) „ 

[0 2 17] 



| 
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mm : 



?Sf*fi&# 5 . o 

-e&m io.o 

7 3. 0 

*;i/5P+^^^^-bAD— io. o 

1 . o 

. Xt7 U>Bg^*S/»»A 1. Q 

10 0.0 
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mm} 

Htl] 




(i) 



R s tt**«-K /\n$*>ig3% <£3fcy;i/*;i/g, -oso^R 1 ^, <E$i 

mnmi 



i 
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11)083 



Wfl mi 9 1 6 3 2# 
^fvf^:-^ 59900646930 

3£;*iS^_k0 0 0 9 5 

fWB ¥/*H# 7^ SB 



[MAI 

UHH**] 



000002990 

^HA 
100060782 

mJR#?iE#^ 1-9-15 B# 



100074217 

1-9-15 B*&4E#£8ft 

100103311 



1 
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IB I A 



I$M## (0 0 0 0 02 9 9 0) 

1- &n*tnB 1 9 9 0^ 8% 90 

ft ffi 3lt£iME!$5#2Tg5#l# 



i 



ttSH4# 20 0 0- 306042 



